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(S4)Tttte: INDOLE DERIVATIVES 
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Indole derivatives represented by general formula (I) or pharmacologically acceptable salts thereof, wherein R 1 represents hydrogen, 
lower alkyl, hydroxy, lower alkoxy, halogeno, (a): -0-<CH 2 X, -OR 5 or (b), R 2 represents hydrogen, lower alkyl or hatogeno; R 3 
represents hydrogen, lower alkyl r (c) and R* represents hydroxy, lower alkoxy, optionally substituted aryloxy or -NR 10 R" , provided 
thatR 4 represents -NR ,0 R" whenR 3 is hydrogen or lower alkyl. 
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1 - (2-^^f;lT;;xf;t,) -3- (i?7xayf;0 
2-*;l#>ixf;i «fc&*&5) 

->U-2-:*7/l/tf>gfcx^/l, (g. 5g, 2 3. 9 mm o 1 ) <fctf2 - if / 1 
A7S;x^^niJKiMtt(8. Bg. 2 6. 3mmol)^l\ 7. 0 

g ( 6 9 mir*) ®mm<t$®&mc 0 

■H-NMRCCDCIs) tf(ppm): 1.35(3H, t, J=7.2 Hz), 2.33(6H, s), 2.6-2.7(2H, 
m), 4.34C2H, q, J=7.2Hz), 4. 55-4.65(2H, ■), 6.570H, s), 6.8-6.95(2H, 
m), 7.1-7.3C11H, m), 7.89C1H, d, J=8.3 Hz). 

mm 6 

4 4 
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. l - (2 - y yf-^T $ yifA) - 3 - (^7xz;Mf;i/) ^ > b*-Ji- 

^JSfi*I5T'f#t,n/c<l:^!&5 (7. 0 g, 16. 5 mm o 1 ) J -Jl 

(5 0ml ) KSffU cniC2^7K»<fcf-h'Jt7A7K^« (25ml) £Jm 
x.. DDMttL^o 4B#IS&, 2«^7kK^h»Jt;A7K^ (10ml) £flH 
^KiiWJn&saiDLfco Sft^ffi^KETfiffit/^ *£ira;i, pH 

Ufco &6ftfclSiR**-Ciili»U «ETtt*-r*ctirJ:0, 5. 7g (8 7 

•H-NMRCCDCh) tf(ppm): 2.45(6H, s), 3.27(2H, t. J=5.9Hz), 4.77C2H. t. J 
=5.9 Hz), 6.8K1H, s), 6.890H, t, J=7.6Hz). 7. 05-7. 2(12H. m), 7.33(1H, 
d, J=8. 3 Hz). 

N-^nf^-l- (2-^yW;;if;t) -3 - (->7xi*/f*) 
-f>K-Jl,- 2 K (fb£&7) 

^Jfi05 6T'^b*l/c<b-a-^6 (1. 5g, 3. 7 6mmo 1 ) *;J:^7'o^ 
T~>(0. 47ml. 5. 6 5mmo 1) ©M^fI/> ( 5 0 m 1 ) Sfc 
1 - (3-^yf^7;;^nlf;l) - 3 -x*-;U#;t,#>^ ~ K£B& (1.45 
g. 7. 5 3mmo 1) jgET'4. 5^^«^L/c„ m.fc®mz*Zto 

4 0/1) Ttt»U V^nlf^x— r^e»|g*fl:$l!:*C fcKJ:*), 
0 . 9 8 g ( 5 9 %IR$) CD^Efb^«5^f#/c 0 

■H-NMR(CDC1 3 ) <5(ppm): 0.85(3H, t, J=7.4Hz), 1. 4-1. 55(2H, m), 2. 19C6H, 
s), 2.76(2H, t, J=6.6Hz), 3.25-3. 35(2H. n), 4.42(2H, t, J=6. 6 Hz), 6.14 
(1H, s), 6. 85-6. 95(2H, m), 7. 15-7. 35(1 3H, m). 

^t©^m^J8~2 9m zfuvhTi y\z{tiLTnm?z>Ti y&m\ 

4 5 
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mmm s 

N-^ v^ntf;u- 1 - (2->>y^;py - 3 - (^7x-;M 

■f - > K- ^ - 2 - # 71/ *>ir * K Ut&® 8 ) 

•H-NMRCCDCla) S(ppm): 1. 10(6H, d, J=6. 6 Hz), 2. 23(6H, s). 2.78C2H, t, J 

=6.9 Hz), 4.15-4.3(1H, m), 4.46(2H, t, J=6.9Hz), 6.06OH, s), 6.670H, 

br d, J=7.3Hz), 6.8-6.9(2H, m), 7.1-7.3C11H, m), 7.35UH, d, J=8.6Hz). 

mmm 9 

N, N- i?xf 1 - (2-^/f;i-7;;if;l/) - 3- (i?7x-;l,y 

P-;i/-2-#;u#4^ K ({fc£«8 9) 

! H-NMR(CDC1 S ) tf(ppra): 0.73(3H, t, J=7.3 Hz), 1.22C3H. t, J=7.3Hz), 2.31 
(6H. s), 2.5-2.8C3H, m), 3.0-3. 15(1H, ■), 3.4-3.5(2H, m), 4.0-4.K1H, m), 
4.15-4. 25C1H, m). 5. 65(1H, s), 6.9-7.0OH, m), 7. 1-7. 3503H, m). 

10 " ■ 

1- (2-^^A7;;xfA) -3 - (i?7x.-J\,jt?Jl) -2 - (tf>< 

■H-NMR(CDCl 8 ) tf(ppm): 0.8-1. 0(1H, m), 1.0-1.2OH, m), 1.4-1.6C4H, m), 
2.30(6H, s), 2.5-2.8(3H. m), 3.0-3.K1H, m), 3.4-3.5UH, m), 3.65-3.75 
(1H, m), 4.0-4. 15(1H, m), 4.25-4.4(lH, m), 5.70OH, s), 6. 92(1 H, t, J=7.4 
Hz), 7.1-7.3(13H, m). 

mmm n 

fi-*/9n<\?*A,- i - X2-i>/^JlTiyx.^;l) -3- (i?7xa 
y^;l/) V-)l-2-JjJimrVZ K (ffc^ttl 1) 
'H-NMRCCDCh) 5(ppm): 1.2-1.35(2H, m), 1. 35-1. 65(8H, m), 1.85-2.0C2H, 
m). 2.23(6H, s). 2.78C2H. t, J=6.9 Hz), 4.0-4. 15(1H, m). 4.46(2H. t, J= 
6.9 Hz), 6.06(IH, s), 6. 69(1 H, br d, J=7.6 Hz), 6.85-6.9(2H, m), 7.15- 
7.3(11H, m). 7.35C1H. d, J=8.2 Hz). 

mmm 1 2 

/f-^) <<yY-)l-2-1i)\,X*-*l K (ffc^tti 2) 

4 6 
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'H-NMRCCDCb) <5(ppn): 1.2-1. 35(2H,m), 1. 35-1. 6(10H, m), 1.-7-1. 85C2H, 
m). 2.20C6H, s), 2.74C2H. t, J=6. 9 Hz), 4.05-4.2UH. m). 4.45(2H, t, J= 
6.9 Hz), 6. 07UH. s), 6. 55-6. 65(1H. m), 6.8-6.85(2H, m), 7. 1-7. 35(1 2H, 
m). 

mmmiB 

1- (2-^>f^7;;xf;i,) -3- (^7x-;Mfi) -2- (=tJl 
**) «fc#ttl 3) 

•H-NMRCCDCl,) tf(ppm): 2.28C6H. s), 2.5-2. 7(2H, m), 2.7-2.9(2H, in), 2.9- 
3.K1H, m), 3. 1-3.30H. m), 3.5-3.75(4H, m), 3. 95-4. 15(1H, m), 4.2-4.4 
(1H, m). 5.73UH, s), 6.930H, t, J=7.4 Hz), 7. 05-7. 4(1 3H, n). 

mmm 14 

1 - {2-V t*A,T I - 3 - (V? - 2 - (4- 

71-^^7 >»-;u*;i/^-;u) >r > k-;p «fc£«& 14) 
'H-NMR(CDC1 3 ) 5(ppn): 2.28(6H, s), 2.3-2.4(lH, m), 2.5-2.75(3H, m), 2.9 
-3.25(4H, a), 3.7-3.85(2E m), 4.0-4.15(lH, m), 4.25-4.40H. b), 5.750H, 
s), 6.77(2H, d, J=8. 6 Hz), 6. 85-6. 95(2H, in). 7.1-7.305H, ■). 

mmm 15 

2- (4 -^yiJJiv^it-AijjiTf^ji) - 1 - (2-^yf;b7;;x 
f-*) -3 - (i?7x-;MfA) >r>K-;l/ iit&% 1 5) 

^-NMRCCDCl a) <5(ppm): 1.6-1. 7(1H, in), I. 95-2. 05(1 H, m), 2.3-2. 45(2H, m). 
2.33(6H, s), 2.55-2.8(2H, m), 2.8-2.950H, m), 3. 05-3.1 5(1 H, in), 3.3-3.45 
(2H, m), 3.6-3.7(2H, □), 4.0-4.15(lH. ■), 4.3-4.45(lH, m), 5.70(1H, s). 
7.13(1H. t. J=6.9Hz), 7.05-7.4O8H, i). 
^Jfc0!I 16 

N- (4-7"Df;i/7x^) - 1 - (2-i?yfA7; -3- 
(i?7x->m-;l) >{y 2-ti)\,tf*yz K (it&to 1 6) 

•H-NMRCCDCU) S(ppm): 0. 93(3H, t, J=7.4 Hz), 1.55-1.7C2H, m), 2. 16(6H, 
s), 2.55(2H, t, J=7.6 Hz), 2.82(2H, t, J=6.2 Hz), 4.48(2H, t, J=6.2 Hz), 
6.25(1H, s), 6.85-7.0(2H, in), 7. 13(2H, d, J=8.6Hz), 7.2-7. 4(14H, m), 
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9. 47C1H, br s). 

nnm 1 7 

N- (2- S^f-^T * /x^;|,) - 1 - (2-^yf^7;/xf;l) -3 
- (i?7x-;^f;b) -f>K-*-2-*^m; K (fk^ 1 7) 
'H-NMRCCDCh) S(ppm): 2.16C6H, s), 2.27C6H, s), 2.4K2H, t, J=6. 1 Hz). 
2. 75-2. 85(2H. m), 3. 47(2H, q, J=6. 0 Hz), 4.46C2H. t, J=6. 7 Hz). 6. 13(1H. 
s), 6.8-6.9C1H, m), 6.96(1H. d, J=7. 9 Hz), 7. 15-7. 3(1 1H, m), 7.36C1H, d, 
J=8. 6 Hz), 

mmm 1 8 

N- J -N-M?)l- l - (2-i?yW; J 

x~=f-)i) -3- (i?7i-;k/f^) -f > K-^-2-.*;PjK*-^5 K 
l 8) 

'H-NMRCCDCla) tf(ppm): 2.27C12H, s), 2.4-2.5(2H. m), 2.5K3H, s), 2.5-2. 7 
(2H, m), 3. 45-3. 55(2H, m), 4.05-4.2OH, id). 4.2-4.350H, m), 5.760H, s), 
6.9-7.0OH, ■), 7.l-7.3(l3H, n). 
ISttfll'l 9 

N- (2 - hWJ i?;xf^) - l - (2 -'Jf+kT UxfA) - 3 - 

(i?7x-*yfA) >c > K-^- 2-*^#*ik K (ffc£% l 9) 

•H-NMRCCDCh) d(ppn): 1.3-1.5C6H, m), 2. 20C6H. s), 2. 25-2. 35(4H. m). 
2.4K2H, t, J=6.3 Hz). 2.74C2H, t. J=6.7Hz), 3. 4-3. 5(2H, m), 4.44C2H, t, 
J=6.7Hz), 6.14C1H, s). 6.8-6.9UH, m), 6.990H, d, J=7. 9 Hz), 7.15-7.3 
(12H, m), 7.33UH, d, J=8.6 Hz). 

$zmm 2 0 

N-(3-m>J/^t;l) -1 - (2~'J/f-)lTi Jj-f-Jl) -3- 
(i?7x-;Mf;I/) -Y > Y— Jl- 2- liJl 1 K (<ffc£«Bj2 0) 
'H-NMRCCDCU) 5(ppra): 1.55-1. 7(2H, m), 2.2-2.35(6H, m), 2.26C6H, s), 
2.75-2.9(2H, br), 3.4K2H, q, J=6.6 Hz), 3. 55-3. 65 (4H, m), 4. 44C2H. t, J 
=6.6 Hz), 6.12C1H, s). 6.8-6.95(2H, m), 7.1-7.3(11H, m), 7.3-7.4C2H, ■). 

mmm2 1 

4 8 
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. N- [3- (2-**7 tfoy zfa^jl} - l - (2-;^W; 

;xfA) -3 - (^7x-;Mfib) << >Y-)l-2-1i)ltf**)rl K (it£ 

mi i) 

•H-NMRCCDCU) <5(ppm): 1.65-1.8C2H. m). 1.9-2. 1(2H, m), 2. 18(6H, s), 2.36 
(2H, t, J=8.1 Hz), 2.79C2H, t, J=6. 4 Hz), 3.24(2H, t, J=7. 1 Hz). 3.3-3.4 
(4H, n), 4.40(2H, t, J=6.4Hz), 6.190H, s). 6.85-6.9(lH, m), 6.95C1H, d. 
J=7.6Hz). 7.15-7.3U1H. id), 7.310H. d, J=8.2 Hz), 7.9-8.0(IH, m). , 

N- [3- (1 --f $ y % /y A) - l - (2-y>W;;if 

AO - 3- (^7x~;MfW .<> k- A— 2 K «t&®2 2) 
•H-NIIRCCDCls) 5(ppni): 1.85-2.0C2H, m), 2.19(6H, s), 2.8-2.9(2H, n). 3.33 
(2H, q, J=6.6Hz). 3.80C2H, t, J=6. 9 Hz), 4.40(2H, t, J=5.7 Hz), 6.23(1H. 
s). 6.84C1H, s), 6.89C2H, d. J=3.6Hz), 7.05C1H, s), 7. 15-7. 4(13H, n), 
7.85-8.0OH, br). 

mmmz 3 

N- (2-h*<j>?;Mf-A0 - l - Jjl^JI) -3 - (>> 

7x-;Mf^) >r > K-A-- 2 -£A>#*iJ-~ K Ut<kfa2 3) 
J H-NMR(CDCl 8 ) <5(ppm): 2. 15(6H, s), 2.82(2H, t, J=6.5Hz), 4.48C2H, t. J 
=6.5 Hz), 4.67C2H. d, J=5.4Hz), 6.28(1H, s), 6.890H, t, J=8.4 Hz), 6.98 
(1H. d, J=8.4 Hz). 7.1-7.3C13H, m), 7.34C1H, d, J=8.4Hz). 7.60(1H, td, 
J=7.9, 1.5 Hz), 8.430H, d, J=4. 4 Hz), 8.4-8.55(lH. br). 

mmm 2 4 

N- [ 2 - ( 2 - h- «J i>;P) 3-=tA,} -1- ( 2 - V* TUT I J xf- AO - 
3- (^7z-;Mf-;l) --f > K-A<- 2 K ({fc£&2 4) 
■H-NMR(CDC1 8 ) d(ppm): 2. 10(6H, s), 2.7-2.8C2H, m). 3.02(2H, t, J=6.4 
Hz), 3.79C2H, q, J=6. 4 Hz). 4.38(2H, t, J=6.4 Hz), 6. 16(1H, s), 6.8-7.0 
(3H, ■). 7.0-7.K1H, m), 7.1-7.301H, m), 7.32C1H, d, J=8.4 Hz), 7.420H, 
td, J=7.4, 2.0 Hz), 7.9-8. 1(1H, br), 8.350H, d, J=3.0 Hz). 

4 8 



Copied from 106565(34 on 15-04-2004 



WO 97/03965 



PCT/JP96/01980 



. N- [ (1 -xf;b-2-en US>-A) - 1 - 

;xf;i.) - 3 - (^7xr.;MfA) >f > K-;U- 2 - # A"**** S K (ffc£ 

«32 5) 

•H-NMRCCDCh) d(ppm): 0. 95(3H, t, J=7.3 Hz), 1.35-1.6C2H, m), 1.6-1.8 
(2H, m), 2.0-2.2C2H, m), 2.23(6H, s). 2.4-2.50H, ■). 2. 55-2. 65(3H. m), 
2.9-3.0C1H, m), 3. 05-3. 15(1H, n), 3. 65-3. 75(1H. ■), 4.43C2H, t, J=6.7 
Hz). 6.130H, s), 6.8-6. 9(1H. m), 6.970H, d, J=7. 9 Hz), 7. 15-7. 3(12H, 
id), 7.330H. d, J=8. 6 Hz). 

nmm2i> 

N- [2- (1 -tTJl- 2- fn»J 'J -A,) xf-;H - I - 
7;7ifW -3 - (^7x-;Mf/|/) ^>F-^-2-*Wt; F 
6 ) 

! H-NMR(CDC1 8 ) 6 (ppm) : 1. 4-1. 6(2H, n), 1. 6-2. 0(4H. m), 2. 05-2. 2(2H, m), 
2.2K6H, s). 2.24C3H, s), 2.78C2H, d, J=6.4 Hz), 3.0-3. 1(1H, m). 3.3-3. 6 
(2H, n). 4.42(2H, t. J=6.4Hz), 6. 18(1H, s), 6.8-6.9(lH, n), 6.950H, d, 
J=7.9Hz). 7.15-7.3C11H, m). 7.32(1H, d, J=8.6Hz). 7.7-7.8C1H. m). 

^ife«ai2 7 

N- .C (2-f>5hKD77-A) - 1 - (2 -^y^/l/T $ ;x 

^;iO -3 - (i?7ixA/f/i) <<>K-;i,-2-27;i>**^ K 

2 7) 

'H-NURCCDCl.) 5 (ppm): 1.4-1.55(1H, m), 1.71. 95C3H, m), 2.19C6H. s), 2.7 
-2.9C2H. m), 3.35-3.45C1H, m), 3.55-3.7C3H, m), 3.9-4.0(lH, m). 4.35-4.5 
(2H. m), 6.22C1H, s). 6. 85-6. 95(1H, m), 6.97(1H, d, J=7.9Hz), 7.15-7. 3 
(11H, m), 7.32C1H, d, J=8.3Hz). 8.05-8. K1H, i). 

mmmzs 

N- (2-f-xx;Mf-;U) - l - (2 -V/f-frT ;;xf;t.) - 3 - ( f J 
7xx;MfA) >T> K-;b- 2 K (ffc£&2 8) 

•H-NMRCCDCh) 5 (ppm): 2.02(6H, s). 2.75(2H. t, J=6. 3 Hz), 4. 4K2H, t, J 
=6.3 Hz), 4.73(2H, d, J=5.3 Hz). 6.230H, s), 6.8-7.0(4H, m), 7.15-7.35 

5 o 
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(13H, m), 8.6-8.70H, m). 

N- (2-7>J;Mf-^) - 1 - (2-^yfi7;;xfA) -3- 
x r.;i/^^;u) 4 y K-/U- 2 - I K-<ft^«2 0) 
■H-NMRCCDCh) <5(ppm): 2.06C6H, s). 2.76(2H, t, J=6. 1 Hz), 4.40C2H, t, J 
=6.1 Hz), 4.56C2H. d, J=5.3Hz), 6.2K1H. s), 6. 2-6.250H. m). 6.3-6.35 
(1H, to), 6.85-6.95C1H, m), 6.99C1H, d, J=7.6 Hz), 7. 15-7. 3502H, ra), 7.19 
(1H, br s). 8.5-8. 6C1H, m). 

mmm 30 

N- [3- (2-r**n,V<*)*JJ) ^atT;U] - l - *1-)\,T i J 

-3 - (i?7x-;Mf;i,) -f > K-;U- 2 - "9" = K «fc£tt 

3 0) 

■H-NMRCCDCla) 5(ppm): l. 03(3H, d. J=6.3Hz). l.2-l.35(2H. m), 1.5-1.8 
(6H. m), 2. 15-2. 25(lH, m), 2.2K6H, s), 2. 3-2. 45(2H, m), 2.7-2.9C2H, m). 
2.79C2H, t, J=6. 4 Hz), 3. 38(2H, q, J=6.4 Hz), 4.4K2H, t, J=6.4Hz), 6. 17 
(1H, s). 6. 85-6. 95C1H, m), 6.97UH, d, J=7.6 Hz), 7. 15-7. 3(11H, n), 7.31 
(1H, d. J=8.3Hz), 7.85-8.05C1H, br). 

mmm 31 

3- (J?7xiA^fA) -1- (2 - tfa »J ^>K-^-2 
(ft#tt3 1) 

^lfefi»I2 tl^fillcLT. #^05lT-^^>n5 3- (i?7x-;Mf;l/) -f>K 
-^-2-A^>»if;[. (5. Og, 14. 1 mmo 1 ) fc<ktf2 - foij 
mj (2. 6 3g, 15. 5mmol)^|l\ 7.05 

g®3- (^7xr.;Mf^) -1- ( 2 - fcfa >J ^-^xf/t.) ^>K-;b- 

^JnTK^-rSCtdJ;^. 4. 7g (7 9 96IR^: 2IgajtO CDggiSfb^«K» 

■H-NMRCDMSO-ds) <5(ppm): 1.7-1.85C4H, br), 2.7-2.9C4H, br), 3.48(2H, t. 
J=5.7Hz), 4.77C2H, t, J=5.7Hz), 6. 77<1H, s), 6. 85-6. 95(1H, m), 7.05-7.3 

5 1 



Copied from 106565(34 on 15-04-2004 



WO 97/03965 



PCT/JP96/01980 



(12H. m), 7.35(1H, d, J=8. 3 Hz), 7. 85C1H, s). 

KiTommm 32-34 -m. <t&va 6 ^TLx^m 3 1 ^t^a tfju 
&JMI3 2 

N->T7^Dtf;l/- 3 - (>>:7xzwM^;l/) - I - (2-tfaiJS?i^xf- 
;U) -f>K-A<- 2 5 K (ft^*8 2)' 

■H-NMRCCDCU) <5 (ppm) : 1.11 (6H, d, J=6.6 Hz), t.6-1.75(4H, br), 2.25-2.4 
(4H, br), 2.97C2H, t, J=6. 6 Hz), 4.15-4.30H, m), 4.47(2H, t, J=6. 6 Hz), 
6. 15(1H, s), 6.8-6.95(2H, m), 7. 15-7. 3(11H, m), 7.35C1H. d, J=8.3Hz), 
7. 55-7. 7(1 H, br). 
f^lfifftl 3 3 

2- (4 -^yjfrMlv'J— JltiJltf—Jl) -3 - (S^7x-;Mf^) - 
1- >C> K-/U (ffc£«&3 3) 
'H-NMIKCDCU) 5 (ppm): 1.6~1.7(1H, m), 1. 75-1. 85(4H, m), 1. 95-2. 05(1H, 
m), 2.25-2.5(2H, m), 2. 55-2. 65 (4H, m), 2.7-3.0(3H, a), 3. 05-3. 15(1H, id), 
3.3-3.45(2H, m). 3. 65-3. 75 (2H, ■). 4.05-4.2(lH, m). 4.25-4.40H. m). 5.72 
(1H, s), 6. 85-6. 950H, m), 7.08(1H, d, J=8.3Hz), 7. 1-7. 35(16H. m). 7.35 
(1H, d, J=8.3Hz). 

N- (3 - *^*»;>/^atr^)'-8- (^7i-/Mfil) - 1 - (2-t* 
n >J yzAxf^) K-/U- 2 K afc£«S3 4) 
'H-NlflKCDCh) <5(ppm): 1.6-1.75(6H, m), 2.25-2.5(10H, m), 2.99(2H, t, J= 
6. 6 Hz), 3.39(2H, td, J=6. 9, 5. 9 Hz), 3. 55-3. 65 (4H, in), 4.45(2H, t, J=6. 6 
Hz), 6.170H, s), 6.85-6.950H, m), 6. 97(1H, d, J=7.6Hz), 7. 15-7. 3U1H, 
m), 7.34(1H, d, J=8.3Hz), 7. 95-8.05(lH, br). 

mmmz 5 

3- (i?7i-;Mf;i/) - 1 - (2- hWj's;yxf-;io >r> K-;i/-2- 
HJitfym. (fls^tt.s 5) 
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-Jl- (5. Og, 14. lmmol)t)J:^2-^iJ 

i;;xf;^DiJKISi(2. 8 5g, 15. 5mmol)», 7. 2 0 

g©3 - - i - (2 -tr^u yyxfA) -r > K-^-2 

Ua*#mtZZ.tlz£t)^ 5. 3g (8 5%IR^: 2ISI») ©&g{fc£«&£ 

■H-NMRCCDCh) 5(ppm): 1.4-1.65C6H, m), 2.3-2.6C4H. n), 3. 12(2H, t. J=5.4 
Hz), 4.72C2H, t, J=5.4Hz), 6.83(1H, s), 6.85-7.0(lH, m), 7. 1-7.3503H, 

UTommmz 6-3 8ti*, ft^tt 6 Kfts/ot^tt a 5 ifc^e* 
3 6 

N-> f'/^n^- 3- (^7*x;Mf^) -1- (2- t?^'J>>yx^;U) 
-f >K-^-2-*^iC+^' K (ft£|jJ36) 

'H-NMRCCDCls) <5(ppm): 1. 12(6H, d, J=6. 6 Hz), 1.3-1. 45(2H, m), 1.45-1.55 
(4H, m), 2. 25-2. 35(4H, m), 2.74C2H, t, J=6.9Hz), 4.15-4.3(1H, m), 4.49 
(2H, t, J=6.9Hz). 6.08C1H, s). 6.75-6.9(3H, m), 7.15-7.301H. m), 7.36 
(1H, d, J=8.3 Hz). 
3 7 

2- (4 -O^/l/tf^ JlftJltf-jl) - 3 - (-?7x-^yf^) - 

i - ( 2 - 1"^ »j ^ y x^/io >r > k-;i (fk^fgj 3 7 ) 

•H-NMRCCDCh) 5(ppm): 1.4-1.5C2H. m), 1.5-1.65(4H, n), 1.65-1.8C2H, m), 
1. 95-2. 05(IH, m), 2.25-2.40H, m), 2.4-2.65(5H, m), 2.7-2.9(2H, m), 3.05 
-3.15UH, m), 3.25-3.35C2H, m), 3.6-3.8C2H, m), 4.05-4.2OH, m), 4.25-4.4 
(1H, m), 5.7K1H, s), 6.9K1H, t, J=7.3 Hz). 7.08UH, d, J=7.9Hz), 7.15 
-7.3C16H, m), 7.35UH, d, J=8.3 Hz). 

mmm 3 8 
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.n- (3-m'j;^D tf;to - 3 - (j;?x^yfA) - 1 - (2 - h* 
^ U y xf ;u) >r > K— ;P - 2 - * ;u S K (ffc&tti 3 8) 
*H-NMR(CDC1 S ) <?(ppm): 1.8-1.55C6H, ■). 1. 65-1. 75C2H. m), 2.2-2.4U0H. 
■), 2.80(2H, t, J=6.4Hz), 3.42(2H, td, J=6. 9, 6. 3 Hz), 3.6-3.7(4H, m). 
4.45(2H, t, J=6.4Hz), 6. 17C1H. s), 6. 85-6. 95C1H. m). 6.960H, d, 3=7. 6 
Hz), 7.15-7.3C11H, m), 7.34C1H, d, J=8.6Hz), 8. 05-8. 15(1H, br). 

mmmz 9 

3 - (.*J7x-A,JfW -1- (2 -*A*»J yx^7l/) >T>K-;l/-2- 
(ft£«3 9) 

-A-2-*^>iifA (5. Og. 14. 1 mmo 1 ) *><J:tf2 
•j;xfA?D.iJ Ktti!l[(2. 8 8g, 15. 5mmo 1 ) £JfH\ 7. 2 4 
g©3 - (i?7i-^y'f;i) - i - (2 y >f y K-;p- 2 

J0.*4Mrf SCfcltd:!^ 5. 6 g ( 8 8 %JR2g : 2 Iga*) <Z>g£IBfl:£<8l£ 

'H-NMRCCDCI 3 ) <Kppm): 2.3-2.45(4H, br), 3.03(2H. t, J=5.6 Hz), 3.4-3.5 
(4H, m), 4.66C2H, t, J=5. 6 Hz), 6.68(1H, s), 6.9-7.0(lH. m), 7.06C1H, d, 
J=8.2 Hz), 7. 15-7. 3(1 2H» m). 
JH"F©£ifc«4 0~4 2TI*. <fc&fe6t::tt;LTfl:£<B5 3 9 £. £/c7otVU 

£ltfll 4 0 

N-^V^n t'7U- 3- (^7iX;Mf;l) -1- ( 2 >J J xf-710 
^>Hl-2-*;im;F(ft^4 0) 

'H-NlflKCDCh) 5(ppm): 1. 10(6H, d, J=6.6Hz), 2. 25-2. 35(4H, m), 2.76(2H. 
t. J=7.1 Hz), 3.55-3.65(4H, m), 4.15-4.3(1H, ra), 4.5K2H, t, J=7. 1 Hz). 
6.00OH, s), 6. HUH, br d, J=7.6 Hz), 6.75-6.9(2H, ■), 7. 15-7. 35(1 1H, 
in). 7.36UH, d, J=8.2 Hz). 
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mmm 4 1 

2- (4 -OiS;\,V<7iS—)ltl)ltf-J[,) -3 - (i^7xx;M^) - 
1- (2-m'j;xf;P) <4yY-)l (fl;£«Ml) 

'H-NMRCCDCh) <Hppm): 1.6-1.70H, m), 1.9-2.0OH, m), 2. 3-2. 65(7H, m). 
2.75-2.9C2H. m), 3. 05-3. 15(1H. m). 3. 25-3. 45 (2H. m), 3. 65-3. 75 (6H, m), 
4.0-4. 15UH, m), 4.25-4.40H, m), 5.7K1H. s). 6. 85-6. 95(1H, n). 7.05-7.4 
(18H, m). 

mmm4 2 

N- (3-*A*'jy:/nfcr;lO -3- (^7x-;MfA) - 1 - (2-* 
Wjyxfi) ^ > F-A- 2 -fc^JiMMM K (fc£0M 2) 
J H-NMR(CDC1 8 ) 5(ppm): 1.6-1.75(2H, m), 2. 25-2. 45(1 OH, ■). 2.77C2H, t, J 
=6.9 Hz), 3. 35-3. 45 (2H, m), 3. 55-3. 65(8H, m), 4. 48(2H, t, J=6. 9 Hz), 6.05 
(1H, s), 6.8-6.95C3H, m), 7. 15-7. 35(1 IH. m), 7.35(1H, d. J=8.3 Hz). 

mmm4z 

3- [t"X (4-7Wo7x-A) /^tll - 1 - (2-y>f*7$ ;x 
f-;!,) >r> K-vU- 2-*;l/^>Blx^;u (ft^«84 3) 

«8«2tH«KLT, ##W2Tf#£tl5 3- [h"X (4-7^D7i^ 
AO /^;H >f > K-A- 2-*;U^>fi|if-;u (5. 0 g, 12. 8mmol) 
fcJ:Cf2-^?-;l,T< yx^;l?n«J Ki£g*i£ (I. 9 3g, 1 3.4mmo 1) 

6. 8g (5££tt) ©«Efk^»*ff/S:o 
'H-NURttDCl,) 5(ppm): 1.46(3H. t. J=7.2Hz), 2. 43(6H, s). 2.7-2.8(2H, 
m). 4.46(2H, q, J=7.2Hz), 4. 65-4. 75(2H, ui). 6.59(1H, s), 6.95-7. 1 (6H, 
m), 7.15-7.25(4H, m), 7.35-7.4(lH, m). 7.50(1H. d, J=8.5 Hz). 

3- [If* (4-7/ltD7x-;l) >f-A] - l - AT? ;i 

tA) >f>K-A-2-*^>i (ft#tt4 4) 

^Jfeffl6 t^iiat, ^ifiM4 8TftbhfcMft4 3 (6. 8 g, 12.8 
mmol)*iai\ 3. 6 g ( 6 5 ©£I2rt:£&£#/c 0 
'H-NMR(DMSO-de) <5(ppra): 2.45(6H, s), 3.28(2H, t, J=5. 6 Hz), 4.73(2H, t, 
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Jf5. 6 Hz), 6. 74(11 s), 6. 85-6. 95(11 m), 6. 97(11 d, J=7. 9 Hz), 7. 0-7. 2 
(9H, m), 7.54(11 d, J=8.3 Hz). 
KlT(ommm4 5-4 1X\U itit®Z\zKz.T<t£ttoi 4£. I/:^dW 

H%M4 5 

N-> f7^ntf;l/-3 - [fx (4 -77l/^-a7 x-*) jtf-frl -1- (2 

- j /yws;xf*) -f>hVA-2-**m5i' (fk-&«M 5) 

'H-NMRCCDCli) <5(ppm): 1.15(61 d, J=6. 6 Hz), 2. i2(6H, s), 2.78C2H. t, J 
=6. 4 Hz), 4.15-4.3UH, m), 4.42(2H. t, J=6.4 Hz), 6. 10OH. s), 6.9-7.0(6 
H, n), 7. 15-7. 25(5H, a), 7.33(11 d, J=8. 3 Hz). 7.5901 br d, J=7.3Hz). 

mmm* 6 

2 - (4 ~^y"J)l\fKv f J=. A,*Jltf—)l) - 3- L\fX 

- 1 - (2-^.^7 5 ;xf^M> (ft£«&4 6) 

'H-NMKCDCb) ff(ppm): 1.85-1.75(11 b), 2.0-2.1(11 m), 2.28(61 s), 2.3 
-2.4(11 m), 2.45-2.55(11 m), 2. 55-2. 75(21 m), 2.85-2.95(11 m), 3.05- 
3.15(11 m), 3.3-3.45(21 m). 3. 55-3. 65 (21 m), 4.0-4.15(11 m), 4.25-4.4 
(11 m), 5.660H, s), 6.85-7.15(81 m), 7.2-7.4(91 ■). 

mmmi 7 

N- (3-.Wv'j;ya^) -3- [t^(4-7WD7x^) 

^3 - 1 - (2-^^f;i7;;iW) v K— ^- 2 - * ^ K (ft 

£«-4 7) 

'H-NMIKCDCls) <5(ppm): 1.65-1.85(21 m). 2.17(61 s), 2.25-2.4(61 m), 
2.81(21 t, J=5.9Hz), 3.42(21 q, J=6.9Hz), 3.6-3.7(41 m), 4.38(2H, t, 
J=5.9Hz), 6.17(11 s), 6.85-7.0(61 m), 7.1-7.25(51 m), 7.31(11 d, J= 
8.3 Hz), 8. 25-8.35(11 m). 

mmmA 8 

N- [3 - (2 t?n»J i^^Jl) zfaVJll - 1 - (2-iS/T)lTi 

yx^;lO -3 - (i?7x-;MfW -f>K-^2-*WtS K 
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nnm2 lT*nz>tlti<t£®2 1 (12. 8 5g) ©x*y-/U (70ml) 
SSSffi(Clgfb7Kmftlfex^gjK (10ml) ^JO^-, «^Lfco 
x*y-;U (4 5m 1 ) Ztiax.. mSHf-SC ktZXO* 12. 2g(8 9%iR 

'H-NMR(CDC1,) S(ppm): 1. 55-1. 65(2H, m), 1. 95-2. 05(2H, m), 2.33C2H, t, J 
=8.1 Hz), 2.88C3H, s), 2. 90(3H, s), 3. 18(2H, t, J=6.9 Hz). 3. 25-3. 35(4H. 
m). 3. 45-3. 55 (2H. m). 4. 85-4. 95C2H. m), 5. 97C1H. s), 6.05UH, t, J=5. 6 
Hz). 6.79C1H, d, J=7.9Hz), 6.890H, t. J=7. 1 Hz). 7.1-7.2(4H, m), 7.2- 
7.35C7H, ■). 7.780H. d. J=8.3Hz), 12.93C1H. br). 

2iT®mmm4 9-6 in*, yavjin y\z^xn^t^>ri >£ffli\ 

«HM4 9 

N-7f-/l/-l- (2-i?^W;;xf;P) -3 - (i?7xi^>fA) 

'H-NMR(CDCla) 5(ppm): 0. 88(3H, t. J=7. 3 Hz), 1. 15-1. 3(2H, n). 1.3-1.45 
(2H. m). 2.9K6H, s). 3.29(2H, dt, J=5.6, 6.9 Hz). 3. 55-3. 65(2H, m), 4.8 
-4.9C2H. m), 5.76(1H. t. J=5.6Hz). 5.95C1H. s), 6.77(1H. d, J=8.2Hz), 
6.88C1H. t, J=6.5Hz), 7.1-7.2C4H, m). 7.2-7.35C7H. id), 7.790H, d, J=8.6 
Hz), 13.0UH. br). 

mmmso 

N-T'J^- l - (2-vMf-;ur = - 3 - (^7x-;MfW 

'H-NMRCCDCh) ff(ppm): 2.90C3H. s), 2.92(3H, s), 3. 55-3. 65(2H, m). 3.92 
(2H, t, J=5.7Hz), 4.8-4.9C2H. m), 5.10C1H, d. J=12.5 Hz), 5. 15(1H, d. J 
=5.3 Hz), 5.7-5.85(lH, m), 5.85-5.90H, m), 5.96UH, s), 6. 80(1H, d, J= 
7.9 Hz), 6.90(1H. t, J=7.5 Hz). 7.1-7.2(4H. m), 7.2-7.4C7H, m), 7.80(1H. 
d, J=8.6 Hz). 13.04C1H, br). 
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mtbms i 

f V^f-^- 1 - (2-i?yW;;if;0 - 3 - (^7x^Mf 
Jl) << > V-JV- 2 - 5 K JgKig (ffc£& 5 0 i£&ig) 

•H-NMRCCDCh) <5(ppa): 0.78(6H, d, J=6.6Hz), 1.5-1. 7(1H, m), 2.90(3H, 
s), 2.92C3H, s), 3.13(2H, t, J=6.4 Hz), 3. 55-3. 65(2H, n), 4.8-4.9(2H, m), 
5.75-5.850H, m), 5.97UH, s), 6.780H, d, J=8.2 Hz), 6.88UH. t. J=7.6 
Hz), 7.05-7.2C4H, «), 7.2-7.35C7H, m), 7.790H, d, J=8.6Hz), 13.03UH, 
br). 

^ffiflfl 5 2 

N-i/^D^DhVl- (2-9S?J\,TiJjLl-)\,) -3- 0?7*-Jl 
M^JV) 4yY-)\,-2-*)l#*Vl K (ffc£% 5 l £»£) 

'H-NMRCCDCls) <J(ppm): 0. 35-0. 45(2H, m), 0. 75-0. 85(2H, m), 2. 75-2. 85(1 H, 
m), 2.9K3H, s), 2. 93(3H, s), 3. 55-3. 65 (2H, m), 4. 85-4. 95C2H. m), 5.86(2 
H, s), 6.74(1H, d, J=7.9Hz), 6.88(1H, t, J=7. 1 Hz), 7. 05-7. 15(4H, m), 
7.2-7.4(7H, b), 7.82C1H, d, J=7. 9 Hz), 13.06(1H, br). 

mmm 53 

'H-NUR(CDCls) 5(ppm): 1. 55-1. 75(4H, m), 2. 25-2. 35 (2H, m), 2.90(3H, s). 
2.9K3H. s), 3.55-3 .65(2H. m), 4.35-4. 45(1H, m), 4. 75-4. 85(2H, m), 5.95 
-6.0OH, m), 5.96(1H. s), 6.75(1H, d, J=7.9Hz), 6. 88(1H, t. J=7. 4 Hz), 
7.1-7.2(4H. ni), 7.25-7.4(7H, m). 7.79(1H, d, J=8.6 Hz), 13. 02(1H, br). 

mmm 54 

N- (s ec-^H) - l - (2-^^f;l,7;;x^) -3- (>>7* 
-***)I0 >r > K-* - 2. K i£g|ig (fc*«5 3 WMk) 
1 H-MR(CDC1.> <Kppm): 0.82(3H, t. J=6.9 Hz), 1.06(3H, d, J=6. 6 Hz), 1.25 
-1.4(2H, m), 2.9K6H. s). 3. 55-3. 65 (2H, ■). 3. 95-4. 05(1H, m), 4.85-4.95 
(2H, 11), 5.63C1H, d, J=7.9Hz), 5.95(1H, s). 6.73(1H, d, J=8.3 Hz), 6.87 
(1H. t. J=7.6Hz). 7.05-7. 15(4H, m), 7.2~7.4(7H, m). 7.790H, d, J =7. 8 
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Hz), 13.05OH, br). 

mnms 5 

N-i/?w<yl-j\,- l - (2 -iS/f-frT ;yxf;|.) - 3 - (^7x-A 
*?>l) jyY-)l-2-*)ltf*VZ K EB£(fl:£«!l5 4 &#£) 
'H-NMR(CDClj) <5(ppm): l.l-l.25(2H, m), l. 5-1. 75C4H. m), 1.85-2.0C2H, m), 
2.9K6H, s), 3. 55-3. 65(2H, m), 4.2-4.3UH, m), 4.8-4. 9(2H, e). 5.78QH, 
d, 3=7. 3 Hz), 5. 94(lH, s), 6. 73UH. d, J=7. 2 Hz). 6. 87(lH, t, J=6. 7 Hz). 
7. 05-7. 15(4H, m), 7.25-7.4(7H, m), 7.780H. d, J=8. 6 Hz), 13.0OH, br). 

nmms 6 

tt-*/9w\*i/A,- \- (2-i?>/fJl/7;;xf;l/) - 3- (^i-A 
/ 4 y Y-Jl- 2 -t>)ltf*-V I K £i*ig({fc£&55 igB*Jfi) 
•H-NMRCCDCh) d(ppm): 0.9-l.05(2H. m), L05-1.2OH, a), l.2-l.45(3H, m). 
l.55-l.7(2H, m). I. 85-1. 95(2H, m), 2. 90(3H. s), 2. 92(3H, s). 3.55-3.65(2 
H. m), 3.75C1H. m), 4. 75-4. 85 (2H. m). 5.690H, d. J=7.9 Hz), 5.93(lH, s). 
6.75(lH, d. J=7.9Hz). 6.87(lH. t. J=7.6 Hz). 7. 05-7. 15(4H. m), 7.2-7.35 
(7H, b), 7.78C1H, d. J=8.2 Hz), 13.03C1H. br). 

l - ( 2 -*J/*AT ~ ;xf^) - 3 - (^7xr.;Mf^) 
OR^2-*WlfU' (ffc£&5 6 £»&) 

'H-NMR(CDClj) 5(ppm): 2. 83C3H, d, J=5.0 Hz), 2.90C3H, s). 2.92C3H. s), 
3.5-3.6C2H. m). 4. 75-4. 85(2H, m), 5.7-5.8(lH, m), 5.92(1H, s), 6.83UH, 
d, J=7.9Hz). 6.9K1H, t, J=7.3Hz). 7. 05-7. 15(4H. ni), 7.2-7.35(7H, m), 
7.790H, d, J=8.6Hz). 13.03C1H, br). 

mrnms 8 

N-<>^;U- 1 - (2--7^fA7;;xf^) - 3- (^7x-^yfW 
>r > 2 - * s k (ft^fll 5 7 £»£) 

"H-NHRCCDCh) d)(ppm): 0.86(3H, t, J=7.3Hz), 1.05-1.45C6H, m), 2.90(3H, 
s), 2.92C3H. s), 3.29C2H, dt, J=5.6, 7.0 Hz), 3. 55-3. 65 (2H, i), 4.8-4.9 
(2H, m), 5.76C1H, t, J=5.6 Hz), 5.95(1H, s), 6.78UH, d, J=8.2 Hz), 6.89 

5 9 



Copied from 1 06 5 6 5 0 4 o n 1 5 - 0 4 - 2 0 0 4 



WO 97/03965 



PCTAIP96/0J980 



OH, t, J=7. 1 Hz), 7.1-7.2(4H, id), 7.2-7.35C7H, m), 7.79(1H, d, J=8.6 
Hz), 13. 04(1H, br). 
MMm 5 9 

j y 2-t i k mmm. ut£® 5 8 

'H-NMRCCDCla) 5(ppn): 1.07C3H, t, J=7. 3 Hz), 2. 90(3H, s), 2.92(3H, s), 
3.33C2H, dq, J=5. 3. 7. 3 Hz), 3. 55-3. 65 (2H, m), 4.75-4.9(2H, m), 5.75UH, 
t. J=5.3Hz), 5.94C1H. s), 6.78UH. d, J=8.2Hz), 6.890H, t, J=7.6 Hz), 
7. 05-7. 15(4H, m), 7.2-7.35C7H. m). 7.79UH, d, J=7.9Hz), 13.0C1H, br). 

mmm 6 o 

N- (4 -t - I- (2-i?^f^7;yxf;i.) - 3- 

^^-^^) -f >F-;l-2-*;^t; K mm& 5 9 

EBig) 

'H-NMRCCDCl,) S(ppn): 2.90C3H, s), 2.9K3H, s), 3. 55-3. 65 (2H. m), 3.80 
(3H. s), 4.85-4.95C2H, in). 6.07OH, s), 6. 75-6. 95(4H, m), 7.1-7.25C6H, 
m), 7.25-7.4(7H. m), 7.46UH, s), 7.85C1H, d. J=8.6Hz). 13.09OH, br). 

&Mme i 

N-7x-A-l - * ;xfA) -3- (i?7xx;Mf;l) 

>T > K-/b- 2 -*/l/tf*ir$ K £B*£ «fc£to6 0 £&£) 
'H-NMRCCDCl,) dr(ppin): 2.89(6H, s), 3. 55-3. 65(2H, m), 4.8-4.9C2H, ni), 
6.06(1H, s), 6.8-6.95(2H, m). 7.1-7.406H, m). 7.8K1H, d, J=8.6Hz), 
8.420H, s), 12.47C1H, br). 

MTommms 2~e 4t-i*. {t&& e \z^x^m 3 1 *fc?ne* 

054 8 t(3TO«|0^ifeCJ;t)Bfi«J{b^%l^f/c o 
^tllM 6 2 

(i?7xx;Mf;P) - l- (2-tfoiJ i?-;i,xf-;P) 
* > K-;t/- 2 -*4,#*ir'* K iggfcig «fc£ft6 1 Jg»ig) 
'H-NMR(CDC1,) dCppm): 0.83(3H, d, J=7.4Hz), 1.3-1.5C2H, in), 2.0-2.3UH, 

6 o 
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m), 2.9-3.05C2H. m). 3.2-3.3C2H. m), 3.6-3.9(4H, m), 4. 75-4. 85 (2H, m), 
5.770H, t, J=5.3 Hz), 5.950H, s). 6.780H. d, J=8. 3 Hz), 6.88UH, t. J 
=7.6 Hz), 7.05-7.2(4H, m), 7.2-7.4(7H, m), 7.8K1H, d, J=8.6Hz), 12.86 
(IH, br). 

mmm 6 3 

N- (2-^'J^;xfA) -3- (y^x-^Mf/l/) -1- (2-tfo 
*) i>^jl3L?)l) 4 y Kr'A- 2 i K 2ig&ig «fc£&6 2 2 

£$&) 

■H-NMR(CDC1 ,) ff (ppm) : 1. 75-1. 9(4H. n), 2. 0-2. 3(6H, ■). 2. 55-2. 9(4H, m), 
3.2-3.3C2H, m), 3.55-3.8(8H, m), 4.84(2H, t, J=7.4 Hz), 6.04UH, s), 6. 9 
-6.95C2H, m), 7. 15-7. 35(1 IH, m), 7.46C1H. d, J=8.6HzX 7.8K1H, t, J=5.9 
Hz), 11.54C1H, br), 12.50C1H, br). 
^M«9 6 4 

N- (4 -t/otfA-7-*.— /U) -3 - (^7x^Mf;l/) - 1 - (2-tfo 
U j^^if-*,) -f > K- )l- 2 - * $ K ttfc&& 6 3 £Bfc 

£) 

'H-NMR(CDC1 8 ) 5 (ppm): 0.93(3H, t, J=7.4 Hz), 1,5-1. 65(2H, m), 2.05-2.35 
(4H, m), 2.56(2H. t, J=7.6Hz). 2.9-3.05(2H. n), 3.6-3.85(4H, m), 4.85- 
4.95(2H, m), 6.07(1H, s), 6.790H, d, J=8.2 Hz), 6.90(1H, t, J=7. 4 Hz), 
7.05-7. 2(6H, n), 7.2-7.4(9H, n), 7.480H, s), 7.87(1H. t, J=8. 6 Hz), 
12.91UH. br). 
§&Sfe(?!I 6 5 

1 - (3-^/f;l/T;;yn^) -3 - (S>7 x-'A/ / -f >K-)U 

-2-*A/!K>»JLf-^ ({fc£&6 4) 

^Jt«2tK»C.bT, #%6»llTSt>n-5 3- (i>7xz;MfJI/) -f > F 
2 -77/l/^>g?x^;l/ (4 0. 0 g, 1 1 3mmo 1 ) . *>«ktf3 f- 
;PT ;;^ot;;^Dij Fifing (19. 6g, 1 2 4mmo 1) £ffil\ 55.4 
g (£Bfi<J) OiICftM«ft^.' 

■H-NMR(CDC1 3 ) dT(ppm): 1.35(3H, t, J=7. 3 Hz), 2. 05-2. 25 (2H, m). 2. 39(6H, 
6 l 



Copied from 106565(34 on 15-04-2004 



lljMl 

WO 97/03965 



PCT/JP96/01980 



s), 2. 40-2. 65(2H, br), 4. 33(2H, q, J=7. 3 Hz), 4. 56(2H, t, J=6. 9 Hz), 6. 57 
(1H, s), 6. 83-6. 94C2H, m), 7. 16-7. 43(1 2H, m). 

mmm 6 6 

1 - (S-^yW; J Zfv\f)l) -3 - (^7x-;Mf^) >f>K-;u 
-2-#;i^>B& ({b£t&6 5) 
*it«6iR«fCUT, £»m.5-C»£nfcfc£«6 4 (5 5. Ig) ^ 

i\ 4 8. 3 g ( 9 4 WW) <Dmm<tG®mtz 0 

•H-NUlKDMSO-d,) d(ppn): 2.28(2H, t, J-6.3 Hz), 2.55(6H, s), 2.68(2H, t, 
J=5.9Hz), 4.59(2H, t, J=6.3Hz), 6.74(1H, s), 6.86GH, t, J=7. 6 Hz), 
7.02(1H, d, J=7.9 Hz), 7. 12-7. 31(1 1H, m), 7.52UH. d, J=8.3Hz). 

MTonmms 7-7 2m <t%® 6 Kfu.tft£& 6 5 ^ tit-fuxh 
mmm 6 7 

N-^V^nf^-l- (3 SJnVJl) - 3- .(?7xi* 

y^/l/) -f > K-^-2.-*^sJf*^$ K (Yfc-&&6 6) 
'H-NMR(CDCIt) 6(ppm): 1.07(6H. d, J=6.6 Hz), 1. 94-2. 05(2H. m), 2. 16(6H, 
s), 2.23(2H, t, J=6.9Hz), 4. 14-4.26(1H, n), 4.4K2H. t, J=7.3 Hz), 5.93 
(1H, s), 5.96(1H, s), 6.77-6.87(2H, m), 7. 15-7. 38(1 2H, m). 
mmm 6 8 

tf/l/- 1 - (3 -SM^/UT U7u\Z)\,) - 3 - C;7x-A/f 
>f > K-^- 2 -fc/l/tf+U- 5 K ({££<& 6 7) 
, H-NMR(CDCls) <S(ppm): 0.83(3H, t, J=7. 3 Hz), 1. 38-1. 51(2H, i), 1.96-2.06 
(2H, n), 2.15(6H, s), 2. 23(2H, t, J=6.9Hz), 3.23(2H, dt, J=6.9, 7.3 Hz), 
4. 40(2H, t, J=6. 9 Hz), 5. 99(IH, s), 6. 37(1H, t, J=5. 6 Hz), 6. 84-6. 86(1H, 
m), 7.15-7.39(12H, ■). 

N-i/9n*9?A,- 1 - (3 -iS/f-JlT iJ7W)l) -3 - (i;7x- 
Jl/i-jl) 4 y K-4/- 2-*>ltf*VZ K (fb£&6 8) 

6 2 
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•H-NMRCCDCls) 5(ppm): 1. 25-1. 60U4H, m), 1. 94-2. 04(2H, m), 2. 17(6H, s), 
2.24C2H, t, J=6.9Hz). 4. 06-4. 19UH, n). 4.4K2H, t, J=6. 9 Hz). 5.93C1H, 
s), 5.97UH, s), 6.77-6.83(2H, m), 7. 15-7. 39(1 2H, m). 

mmmio 

N- (2-tf^'ji;;xf^) - l- o-yyw; y^otr;i) -3- 
(i?7x-;^f^) >f> K-;U- 2-£;l/#*-tf-$ K Ut&toG 9) 

'H-NMR(CDCls) 5 (ppm): 1.30-1. 45(6H, m), 1. 95-2. 05(2H. m). 2.16C6H, s), 

2.24C2H, t, J=7.3 Hz), 2. 20-2. 30 (4H. m). 2.38(2H, t, J=6.3 Hz). 3.44C2H. 

dt, J=6.3, 5.9 Hz), 4.39C2H, t, J=6. 9 Hz), 6.05OH, s), 6.66(1H, t, J=5.0 

Hz), 6. 83-6. 98(2H, m), 7. 15-7. 39(1 2H, m). 

mmmn 

N- (4 -^d^7*-A) -1- J ZfaVJl) -3- 

(i?7x-;Mf;i/) -f > F~;U- 2 -art/tf^U-S K Ut^7 0) 
•H-NMKCDCla) 5(ppm): 0. 93(3H, t. J=7.3 Hz), 1. 55-1. 69(2H, m), 1.99-2. 09 
(2H, m). 2.13(6H. s), 2.22(2H. t, J=6.9Hz), 2. 55(2H, t, J=7. 6 Hz), 4.47 
(2H, t, J=7.3Hz), 6.09UH, s), 6.87(2H. d, J=3.6Hz), 7. 09-7. 43(1 7H, m), 
7.99(1H. s). 
^017 2 

N- [3- (2 tfa »j y-*) ^ntVl/] -1- (S-^yf-.^T* 

y^ne/U) - 3- (^7i-;MfA)vf>K-;b-2-*Wt; K (ft 
*tt 7 1 ) 

1 H-NMR(CDC1 8 ) £(ppm): 1. 63-1. 73(2H, m), 1. 95-2. 15(4H, m). 2.2K6H, s). 
2.25-2.40(2H. br), 2.36(2H, t, J=7.9 Hz), 3. 20-3. 32(4H, m), 3.36(2H, t, 
J=6.9Hz), 4.38(2H, t, J=6.9 Hz), 6.02OH, s), 6. 83-6. 91(2H, m), 7.16- 
7.38C12H, m). 

3- (^7x-;Mf^) - l - (3-bfoi; i?-)lzra¥)l,) >f>K-;U- 
2-A^t:>ixf;l/ UtGQB7 2) 
#%#!3T*§t>n6 3 - (^7x-iyf;t/) -1- (3-^d7"dW 

6 3 



Copied from 106565(34 on 15-04-2004 



WO 97/03965 



PCT/JP96/01980 



O V-A>- 2 -*4>#:/Bkx*-/U ( 3 9. 6 4 g, 9 1 . 8mmol)Oi> 
( 4 0 0ml) MT«#T v eoiJ$>> (4 1. 4ml. 496 

mm o 1 ) m*.. 2 0 ^SfiD^SJSgL/c 0 &*0M6*7k^ h U 

*»«.'»»^r*i/»>ATe*U 8&£«ETS*!rSCt{Cj;tK 4 6.5 
g (£fitt) ©SiaYb^^^^o 

•H-NMRCCDCh) tf(ppra): 1.35C3H, t, J=7.3Hz). 1. 70-1. 95(4H, m), 1.74-1.79 
(2H, m), 2.35-2.55C6H, m), 4.33C2H. q. J=6.9 Hz), 4.56(2H, t, J=6.9Hz); 
6.580H, s), 6. 81-6. 93(2H, m), 7. 16-7. 28(11H, m). 7.420H, d, J=8.3 Hz). 

mmm i a 

3- (i?7x-;MfW -1- (3-tfD'j^^^yntryl/) -ok-^- 
2 (ft£t&7 3) 

mmmetmrn^bx^ mmm7 s-znz>titc<tis®i 2 (4 6. .5 g)'*ja 

l\ 3 4. 1 g ( 7 8 %JR$) ©*Efl:^«*fffco. 

'H-NMIKCDCls) 5 (ppn): 1. 60-1. 75(4H, m), 2. 25-2. 40 (2H, m), 2. 45-2. 70 (4H, 
br). 2.70(2H, t, J=5.6Hz). 4. 62(2H, t, J=5.6 Hz), 6.77(1H, s). 6.88-6.94 
(1H, n). 7. 09-7. 32(1 3H, ■). 
KT©^»«9 7 5~8 0m <fc£<& 6 Cft>LT{fciMa 7 3£. Jfc^W 

3 - -1- (3-eDiJ,i?i/^D 

W -r>K-;i-2-*/M?*if« K (fc£<&7 4) 

'H-NMR(CDCla) 5(ppm): 1.07(6H. d, J=6.6Hz), 1. 70-1. 80(4H. m), 2.01-2.12 
(2H, m), 2.45-2.55(6H, n). 4. 13-4. 26(1 H, m), 4.43(2H, t, J=6.9 Hz), 5.72 
(1H, d, J=7.9Hz), 5.940H, s), 6. 76-6. 86 (2H, n), 7. 16-7. 40(1 2H, id). 
&1MI7 6 

N-^ntr;L,-3- (^x-A>H) - l - ( 3 - to >j V-hlu if A,) 
-f>K->l/- 2 K (ft£%7 5) 

6 4 
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'HrNMRCCDCh) <5(ppm): 0.83(3H, t, J=7. 3 Hz), 1. 38-1. 52(2H. m), 1.65-1.75 
(4H. ra), 2.00-2.1K2H, m), 2. 35-2. 45 (6H, m), 3.27C2H, dt, J=6.9, 5.9 Hz), 
4.42C2H, t. J=6.9Hz), 5.98(1H, s). 6.38C1H, t, J=5. 3 Hz), 6. 81-6. 88(2H, 
m), 7. 15-7. 39C12H, m). 

mnmri 

N-Vtaj-fTJl-Z- (i?7x^MfW -1- (3-tfo'J 'Jz.h'J 
n W 4 y h'-Jl- 2 - I K 7 6 ) 

'H-NMRCCDCla) 5(ppm): 1. 25-1. 85(18H, m), 1. 99-2. 10(2H, m), 2, 40-2. 55(6H, 
m), 4. 07-4. 17(1H, m), 4.44C2H, t, J=6. 9 Hz), 5.79(1H, d, J=7.9Hz), 5.95 
(1H, s), 6.76-6.85C2H, n)> 7. 14-7. 40(1 2H, m). 

mmm i s 

N- C 2 - tf ^ 'J 'J J 3.^)1) - 3- (^7x^/fA) - 1 - (3-lfo 
iji;^^^nf;i,) ^>K-7U-2-*;P^+-tf^ K (fb^7 7) 
'H-NMR(CDCls) <5(ppm): 1. 30-1. 45(6H, m), 1.70-1. 80(4H, »), 2. 04-2. 12(2H, 
n), 2. 25-2. 35(4H, m), 2. 39(2H, t, J=6. 3 Hz), 2. 40-2. 50(6H, n). 3. 43(2H, 
dt, J=6.3, 5.9 Hz), 4.42C2H, t, J=6. 9 Hz), 6.04(1H, s), 6.7K1H, t, J=5.3 
Hz), 6. 83-6. 98(2H, m), 7.15-7.39 (12H, m). 

N- (4-^n^7x-;P) -3 - (^7x-;^f;l/) - 1 - ( 3 - f a 
tj i?j=.;p^n e;l) ■< y 2 -ijJl^^l K afc-&&7 8) 

■H-NMR(CDCls) d(ppm): 0. 93C3H, t, J=7. 3 Hz), 1. 55-1.75(6H, n), 2.03-2.14 
(2H, m), 2.35-2.50C6H, n), 2.55(2H. t, J=7.3Hz), 4.49C2H, t, J=7.3 Hz), 
6.08C1H, s), 6. 84-6. 90(2H, m), 7. 08-7. 43(1 6H, m), 7.88(1H, s). 

mmm so 

N- [3- (2-t+';ifDiJ^A) yof;H -3 - (^7xr;MfA) 
- 1 - (3 -tfo ij y-^7*ne;l/) > V-A,-2-tUltf*V-i K ({££& 
79) 

'H-NMIKCDCI,) S(ppm): 1. 50-1. 90(8H, m). 1. 95-2.25(4H. m). 2. 30-2. 65(4H. 
br), 2.36(2H, t, J=7.9Hz), 3. 20-3. 31 (4H, m), 3.37(2H, t, J=6. 9 Hz), 4.40 

6 5 
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(2H, t, J=6.9Hz), 6.0K1H. s). 6. 83-6. 92(2H, n), 7. 16-7. 38(1 2H. ■). 

mmm s 1 

1 - (4 -*JjH-A,TZ -3- (^7x-;Mf7l) ^y^-Jl- 

2-trn,tf>mx. ! f-)l (tt£0J8 0) 

mmmi 3tmm\zLx^ $t«4T»bn«i - -3 

- (^7i-;Mf^) y > K-;i/- 2 -*A*>ixfA ( 3 9. 8 4 g, 
89. 3mmol) fcW^^ib7;>*^(50«, 9 0ml, 8 93 
mm o 1 ) 2 9. 2 g (7 2 MJR¥) <D&9Ht&®&mtz 0 

'H-NMRttDCh) d(ppm): 1.35(3H, t. J=6.9Hz), 1. 40-1. 60(2H. n), 1.70-1.90 
(2H, m), 2.18(6H, s), 2.26(2H, t, J=7.6 Hz), 4.34(2H, q, J=7.3 Hz), 4.50 
(2H, t, J=7. 6 Hz), 6.570H, s), 6. 81-6. 93 (2H, ■), 7. 16-7. 38(1 2H, m). 

mmm s 2 

1- (4-s>y**T$y7f-/» -3- (i?7x^Mf;i) 

2 Ut£toS 1) 

^JfeM6tl^«lcUT. ^098 lT#£ft*:{b£fc8 0 (2 9. 2 g)^ 
K 2 2. 8 g ( 8 3 MiR4Q 0*EYfc*«£»fc o 

'H-NMR(CDC1 8 ) tf(ppm): 1. 50-1. 70(2H, m), 1.75-1. 95 (2H, m), 2. 42(6H, s), 

2.74(2H, t. J=7.6Hz), 4. 69(2H, t, J=6.3 Hz), 6.790H. s), 6.850H, t, J 
=6. 9 Hz), 7.0K1H, d, J=8.3 Hz), 7. 10-7. 28(1 2H, m). 

EiTommmn 3~s 7 -en, ft#&6cft*LTfc#*8 i<k *fc*Dfcrju 

SliSfll 8 3 

N-<7^nHA-l- (4-i?^;P7UW -3 - (i>7x^yM 
f-*) 2 K (ffc£<&8 2) 

'H-WCDCU) 5(ppm): 1.69(6H, d, J=6. 6 Hz), 1. 42-1. 53(2H, m). 1.76-1.88 
(2H, n.), 2.17(6H, s). 2.25(2H, t, J=7.3 Hz), 4. 13-4. 26(1H, m). 4.38(2H. 
t. J=7.6Hz), 5. 57C1H. d, >7.9Hz), 5.92(1H, s). 6. 76-6. 86(2H. m), 7.15 
-7.36(12H, m). 

6 6 
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N-Zfa¥;l- l - (4 - i? t =f-')lT I J 7^)1) - 3- (^7x-/MfA) 
OK-A- 2~**#*t,$ K (ft^Ml8 8) 

■H-NMR(CDC1 3 ) d)(ppm): 0.83(3H, t, J=7.3 Hz), 1. 37-1. 52(4H, m), 1.76-1.87 
(2H. m), 2.16C6H. s), 2.23C2H, t, J=7.6Hz), 3.28C2H, dt, J=6.9. 5.9 Hz). 
4.39C2H, t, J=7.3Hz). 5. 73UH, t. J=5. 6 Hz), 5.940H, s), 6. 83-6. 84 (2H, 
m). 7.i6-7.36(12H, m). 

mmrnz 5 

/^/i) 4> K-*-2-*Jl/#*iM K (ffc£&8 4) 
■H-NMRCCDCls) 5 (ppm) : l. 30-1. 90(l8H, m), 2. 16(6H, s), 2.25C2H, t, J=7.3 
Hz). 4.11-4.16C1H, m), 4.39(2H, t, J=7. 3 Hz), 5.680H, d. J=7. 9 Hz). 5. 94 
(lH. s). 6.76-6.85C2H, m), 7. 15-7. 35(l2H, a). 

N- (4 -^obf;!/?*^) - 1 - (4 - iS/?;lT i S-Zf+A,) - 3 - 
(i?7x-Ayf4/) <<> K-^-2-#;U#*1J-$ K «fc£ft>8 5) 
'H-NMRCCDCls) ff(ppm): 0. 93(3H, t, J=7. 3 Hz), 1.44-1. 55(2H, m), 1.55-1.68 
(2H, m), 1.75-1. 95C2H. m). 2.14C6H. s). 2.25(2H, t, J=7. 3 Hz). 2.55(2H, 
t, J=7.6Hz). 4.43C2H, t. J=7.3Hz). 6.04C1H, s), 6.81-6. 89(2H, m). 7.08 
-7.39C16H. n). 7.440H, s). 

mmms 7 

N- [3- (2-t*yifDiJi?-^) ^Dlfyl] - 1 - 
JZff-Jl) -3 - (^7x^/f;i,) >r y K-;l- 2-t>A< tf*-* i K (ffc£ 
8 6 ) 

•H-NUR(CDC1 3 ) <5(ppm): 1. 43-1. 54(2H. m). 1. 62-1.72C2H, m). 1.76-1. 87(2H, 
i), 1.96-2.06C2H. m), 2. 18(6H, s). 2.26C2H, t, J=7. 6 Hz), 2. 36(2H, t, J= 
7.6 Hz). 3. 19-3. 32(4H, m), 3.35(2H. t, J=6.9 Hz), 4.35C2H, t, J=7. 6 Hz). 
5.950H, s), 6.14(1H, t. J=5.9 Hz), 6.85(2H, d, J=4.0 Hz), 7. 16-7. 35U2H, 
id). 

6 7 
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Mf&ffl 8 8 

3- (-?7x^MfA) -1- (4 - ij -f'> K-/l>- 2 

-*;^i-:>IS?i^^ «fc£to8 7) 

3 tl^mtCtT. ##^J4 r#^n5 3 - (^7i-^/f;l.) -1 
- >f > F-/U- 2 -ft/t/tf^Hj:^ (40. 0 g, 89.7 

mmo 1) fcitfh'o (4 0. 4ml. 4 8 4 mm o 1 ) £flH\ 4 3. 0 

g (£gft) o&Bit&UgZntz, 

•H-NMRCCDCla) <5(ppm): 1.45-1. 65C2H. m). 1. 65-1. 90(6H, m). 2. 35-2. 55(6H, 
m), 4.33C2H, q, J=7.3 Hz), 4.50C2H. t. J=7.3 Hz), 6.57UH, s), 6.81-6.93 
(2H, m), 7.16-7.38C12H, m). 

3- (i?7x-^yf;l) - l - (4 -tfa >J i?-jizr=f-A>) >f >F->U-2 
-*/I/tf>B afc&<&8 8) 

^8fcfl!6 t^JiKLT. HifeW8 8T'#£;ft*:ffc£fcJ8 7 ( 4 3. Og) ^ 
2 5. 5g (6 Z%WLm <D&sZ<k&®£mZo 
'H-NURCCDCl,) 5(ppm): 1. 60-1. 95(8H, m). 2. 76-2. 82 (2H, t, J=7. 9 Hz), 2. 70 
-3.15(4H, br), 4.66C2H, t, J=6.3Hz), 6.77(1H, s), 6.830H, t, J=6.9Hz). 
7.36(1H, d, J=7.9Hz), 7. 10-7. 28(1 2H, m). 

Eirommm* 0-9 4-ei*. <tg®$izt$x.T<t&®s tt^a^}i 

^8fefll9 0 

N-f7^nfA-3- (^7i-;^f;l) - 1 - ( 4 - tfa 'J iS~j[,7f- 
40 >T > F-/U- 2 -tui^r-v-l K (Yfc^8 9) 

, H-NMR(CDCl3) S(ppid): 1.07(6H, d, J=6.6Hz), 1. 50-1. 70(2H, m), 1.70-1.95 
(6H, id), 2.45-2.65(6H, ■).' 4. 13-4.25(1H, m), 4. 37(2H. t, J=7. 3 Hz), 5. 57 
C1H, d, J=7.9Hz), 5.920H, s). 6. 76-6. 86 (2H, m), 7. 15-7. 36(1 2H, m). 
£Jfi0»J9 1 

N-7*d^-3- (i?7x-;Mf;l) -1- (4 -tfo »J i?z.A,7*A,y 
6 8 
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'H-NMR(CDCU) <5(ppm): 0.83(3H, t, J=7.6Hz), 1. 35-1. 60(4H, m), 1.70-1.95 
(6H, m), 2. 35-2. 55(6H, m), 3.28C2H. dt. J=6. 6, 7. 3 Hz), 4.38C2H, t, J=7.3 
Hz), 5.74(1H, t, J=5.6 Hz), 5. 93(1 H, s), 6. 83-6. 88 (2H, n), 7. 16-7. 36(1 2H, 
■). 

mmm 92 

N-i/trv-tU-Jl- 3- (i?7x-;MfA) - 1 - ( 4 - fcTo >J 
^/b) >T > K-;l/- 2 - * l K (ffc£& 9 1) 

'H-NMIKCDCla) <5(ppm): 1. 25-1. 95(22H, m), 2. 35-2. 60 (6H, m). 4. 05-4. 20(1 H, 
m), 4.38(2H, t, J=7.3 Hz), 5.67UH, d, J=7.9Hz), 5.94(1H, s). 6.76-6.85 
(2H, m), 7.15-7.36(12H. m). 

mmm 93 

N- (4 -Zfa jl-;U) - 3 - (i?7x-^^f - 1 - (4 - tf n 
(J ^-;U^f-/l,) >f >V-Jl-2-1J)ltf*V-l K(ffc£&9 2) 
'H-NMR(CDCl a ) <5(ppm): 0. 93(3H, t, J=7. 3 Hz). 1. 50-1. 80O0H, b), 1.80- 
1.95(2H. m), 2. 40-2. 60(6H, m), 4.43(2H, t, J=7.3 Hz), 6.04(1H, s), 6.81- 
6.90(2H, m), 7. 08-7. 39(1 6H. m), 7.450H, n). 

mmm * a 

N- [3- (2-**yifcM; y-A,) ^dM] -3 - (i?7xi;MfW 

- i - (4-troij y^-ff-zio ^> v-}i-2-*)itf*yi k ((b^«5 

9 3) 

'H-NMR(CDC1 3 ) S(ppm): 1. 50-1. 9502H, m). 2.02(2H, m), 2.36(2H, t, J=7.6 
Hz), 2. 35-2. 70 (4H, br), 3. 19-3. 32(4H, m), 3.36(2H, t, J=6.9 Hz). 4. 34(2H, 
t. J=7.3Hz). 5.96UH. s). 6.24(1H. br). 6. 85-6. 87(2H, m). 7. 17-7. 35(1 2H. 
m). 

mmm 9 5 

3- [fx (4 - ^DD7x-;i/) - 1 - (2-^^W;;xf 

A,) <<yY-)\,-2-ii)\,tf>Wi3Ll-i\, «fc£&9 4) 

mmmzt^mzLT^ m^ms-vnznzs- [t** (4-?dd7x-a) 

6 9 
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/f /u] -f >K-yU-2-*A#>»a.f-^ (5. 0 g, 11. 8mmol)fc 
&V2->Jt?)\,Ti;x.t)\,9ui) Ymmm. (1. 7 8g, I2. 4mmol) 
£fflt\ 6. 3g (5£gft) ©«§2ffc£&£f#/c 0 

'H-NMRCCDCh) 5(ppn): 1.36(3H, t, J=7. 1 Hz), 2.33(6H, s), 2.66C2H, dd, 
J=7.6, 7.9 Hz), 4.36(2H, q, J=7. 1 Hz), 4.59 (2H, dd, J=7.6, 7. 9 Hz), 6.49 
(1H, s), 6.85-6.95C2H, m), 7. 15(4H, d, J=7.7 Hz). 7.2-7.35(5H, m), 7.41 
(1H, di J=8.6 Hz). 

mmms 6 

3- [t"X (4-^dd7i-A) y^rt,] - 1 - (2 - i? * ?JlT i J x.? 
A) 4>V-)l-2-*Jl$>m (ft&t&9 5) 

mmme tmmzLx, mnms sTftztitzits®* 4 (6. 8g)*Rii\ 
4. 2g (nxwm) vWt&it&tozm^ 

'H-NMIKCDCh) tf(ppm): 2.60(6H. s), 3.34C2H, t, J=6.4 Hz). 4.87C2H, t, J 
=6.4 Hz), 6.77C1H, s), 6.9-7.0C1H, m), 7.04UH, d, J=7.9Hz), 7.1-7.2(8H, 
m), 7.2-7.35(2H, m). 
MTommmQ 7-^9 8TI±. ffc£<t&6Ctt;tT{fc£<&9 ^yi^ntr^ 

014 8 bmm&<DjjmzJ:t)3tf}1t&to& mZo 

HUGO 97 

N-^ntf;U-3- [t:X (4-jDD 7 x^) ;< ^] - ] - ( 2 -^/ 
*-*TSyi*4,) -OK-*- 2 K £B*JS «b£& 9 6 E 
®£) 

'H-NMRCCDCh) S(ppm): 0.88(3H, t. J=7. 3 Hz). 1.4-1.55C2H, m), 2.90C3H, 
s). 2.9K3H. s). 3.28C2H. dt. J=5.9, 7.3 Hz). 3.5-3.6C2H, n). 4.8-4.9(2H, 
m). 5.72C1H. t. J=5.9Hz). 5.87(1H. s), 6.80C1H. d. J=7. 9 Hz). 6. 91 OH, 
t. J=7.3Hz). 7.06C4H. d. J=8.2Hz). 7.25-7.4(5H, m), 7.8K1H. d. J=8. 6 
Hz), 13.K1H, br). 

nmm 9 8 

N- (4-^e;^x^) -3- l\ix (4-^DD7xa) 
7 0 
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uts® 9 7 &mm 

"H-NMRCCDCls) S(ppm): 0. 94(3H, t, J=7.3 Hz), 1.55-1.7(2H, m), 2.57C2H. 
t, J=7. 6 Hz), 2. 83(3H. s), 2. 85(3H, s). 3.5-3.6C2H, m), 4. 65-4. 75C2H, b), 
6.02(IH, s), 6.78(1H. d, J=8.3Hz), 6.94(1H, t, J=7.5 Hz). 7. 05-7. 4(1 3H, 
b). 7.8-7.9(2H, b), 12.9UH, br). 

3 - Ct*X (4 - yf;^x^) /?A,1 - 1 - (2- tf^'J i>y JL^/I/) 
-f> K-*- 2 -*;U^>»x^;U Ut£to 9 8 ) 
^»0H2 t^CLT, £f%fll6Ti#t,ft£3- [fx (4-/f;l^7x^) 
> K-;P- 2-*;i4-'>Kx^;i/ (5. 0 g, 1 3. 04mmon 
2- tr^y y/xWaiJ KEKig (2. 6 4g. 14. 3 4mmol) 
*Jfll\ 6. 8g (£fifc) ©gElYfc^^/Co 

■H-NMRCCDCh) d(ppm): 1.37C3H, t, J=7.3 Hz). 1.4-1.5(2H. m). 1.5-1.6(4H. 
m), 2. 30(6H, s), 2. 4-2. 55(4H, m). 2. 6-2. 7(2H. m). 4. 34(2H, q. J=7. 3 Hz), 
4.55-4.65C2H. m). 6.49(1H, s), 6.8-6.90H. n), 6.95-7.K9H, m), 7.2-7.3 
(1H, m), 7.40C1H. d, J=8.6 Hz). 

mmm 100 

3- (4-/f;i.7x-;b) yf;t/] -1- ( 2 - tf«*y >v x^/p) 
-f > K-;i-2-*^4?>« «fc£&9 9) 

^»0»I6 t^t&KLT, HffeflH 9T#£ft*:Yfc£<gj9 8 (6. 8 g) £ffll\ 
5. 1 g ( 8 4 0&i2fb£&£H*o 

'H-NMR(CDC1 j) d(ppm) ; 1.4-1.7C6H, m), 2.27C6H. s), 2. 3-2. 6(4H, b). 3.05 
-3.15C2H, b), 4. 65-4. 75C2H. b), 6.70OH, s). 6. 85-6.950H, m), 7. 00(4H. 
d, J=7.9 Hz), 7.1-7.2C7H, b). 

. ElT®mmm\ 0 1-10 3-Cli, 6 Ktt*.Tft£t& 9 9 */:^a 

^flfcfll 10 1 

7 1 
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N - ( 3 »J J Zfu fc?;U) -3 - [fx (4 - 

- 1 - (2-tX'JiJ;xf/i,) ^>K-;t/-2-*;i^iJ:; K 2mmm 
(ft^ttlOO 2£i*£) 

•H-NMRCCDCl,) d(ppra): 1.8-2.0(6H, m), 2.1-2.25C4H. m), 2.32C6H, s), 2.75 
-3. 1(4H, m), 3.3-3.65C8H. m), 3.9-4.0C2H, m), 4. 1-4.25C2H. n), 4.9-5.0 
(2H, m), 5.86C1H, s), 6.7K1H, br), 6.8-6.95(2H, m), 7.03(4H, d, J=8. 1 
Hz). 7. 09C4H, d, J=8. 1 Hz), 7.2-7.3UH, m), 7.6K1H, d, J=8.3Hz), 12.0 
(1H, br), 12.5C1H. br). 

mmm 102 

N-^7^ntf;l,-3- [fx (4 -yf ^7x-;l) yf - l- (2- 

tr^ ij v j if^) >r > K-/u- 2 - *^<K^-y- -5 k igKtg at£& 1 o 1 

'H-NMRCCDCh) 5(ppm): 1.07(6H, d, J=6.6Hz), 1.85-2. 0(4H. m), 2.25-2.4 
(2H. m), 2.33C6H, s), 2.7-2.9C2H, m). 3. 45-3. 65 (4H, n), 4.05-4.2UH, m), 
4. 85-4. 95(2H, m), 5.70OH, d, J=7. 9 Hz), 5. 83(1H, s), 6.780H, d, J=7.9 
Hz), 6.88CIH, t, J=7.3Hz), 7.0K4H, d, J=8. 1 Hz), 7. 10(4H, d, J=8.1 Hz), 
7.25-7.3C1H, m), 7.87UH, d, J=8.3 Hz), 12.570H, br). 

mmm 103 

N- [3- (l-^y/'J/l,) ^^] -3- [f7 (4-y^7x- 

>i) -1- (2-e^iji?;if^) >r > v-ji- 2 k 

«fc£<8n0 2) 

'H-NMRCCDCl,) S(ppm): 1.3-1. 45(2H. m). 1.65-1.8C4H, m). 1.9-2.0(2H, m). 
2.2-2.3C4H, 01), 2.30C6H, s), 2.80C2H, t, J=6.3Hz), 3.3-3.4(2H, ra), 3.89 
(2H, t, J=7.2 Hz), 4.42(2H, t, J=6. 3 Hz), 6.14UH, s), 6.85-7.0(3H, m), 
7.0-7.K9H, m), 7. 15-7. 25(1H, m), 7.33C1H, d, J=8.2Hz), 7. 40(1H, s), 
8.36(1H, br). 

mmm 1 o 4 

3- [fx (4-y^;l/^x-^) - l - (2-fa'j^-^i^;t/) 

>r> Y-)\,-2 —ti)i$ym2-=f-)\> ut&®\ 03) 

7 2 
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y^;H >T> K-;l/-2-*^^>»xf-;i/ (5. 0g. 1 3. 0 4mmol) 
*><fctf2-fcra'J -;-;l/xf ;b^aij Kig&tS (2.45 g, 1 4. 34 mm o 1 ) 
£ffllv 6. 7g (£Stt) otHHttfttftfc. . ' 

'H-NMR(CDeis) S(ppm): 1.37(3H, t. J=7.3 Hz), 1.7-1. 9C4H, b), 2.3K6H, 
s), 2.6-2.7C4H, n), 2. 8-2. 9(2H, m), 4. 34(2H, q. J=7. 3 Hz), 4. 6~4. 7(2H, 
m), 6.49C1H, s), 6. 8-6.90H, m), 6. 95-7. 15 (9H, m), 7.2-7.3(lH, m), 7.41 
(1H, d, J=8.6 Hz). 

mmm 105 

3 - [t"x (4-/f;^x^) -1- (2- troij 

>r^K-^- 2-#;i'tf>& (ffc&t&i 0 4) 

tmmzbx. mmm\ q ivnztitzitztoi 0 3 (6. 7g) z 

m\,\ 4. 7g C 7 9 *>iK30 ©8SIE{k£<&£»*: 0 

•H-NlffiCDMSO-d.+CD.OD) 5(ppm): 1.75-1.9C4H, b), 2.33(6H. s), 2.85-3.0(4H, 
b), 3.55-3.7C2H. m), 4.75-4.9C2H, m), 6.7K1H, s). 6.930H, t, J=7.4Hz), 
7. 05-7. 25(1 OH, m), 7.54UH, d, J=7.3 Hz). 
KLTommmi 0 6-1 0 8T(i. ffc&<&l6Kft;LTfr:£&ll 0 4^, ifefc:/ 

a tf/t,r j >Kfu.x*ris-r£T $ y*m\,\ mmm 1 1& im&<D%^ va* 
mmm 1 0 & 

N- (3-^;i/*y y^ot;i,) -3- [if* (4 - yf^7x-A) yf^] 
- 1 - (2 - hfo >j ^/ix^;l,) ^> K-;b- 2 K 2*S8£ 
(ffc£«gi 0 5 2 EKE) 

'H-NMR(CDC1 3 ) <Kppm): 2.05-2.2(6H, m), 2.33(6H, s), 2. 8-3. 0(6H, b), 3.3 
-3.45(4H, b), 3. 55-3. 65(2H. b), 3.8-3.9(2H, b), 3.9-4.0(2H, b). 4.15-4.3 
(2H, b), 4. 8-4. 95C2H. b), 5. 86(1H, s), 6.48 0H, br), 6.8-6.95(2H, b), 
7.02(4H, d, J=8. 1 Hz), 7. 10(4H. d, J=8. 1 Hz), 7.25-7;3(lH, m). 7.62(1H, 
d, J=8.6Hz), 12. 58C1H, br). 12.720H, br). 

mmm 107 

7 3 
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V^ntT;U- 3- [tfX (4 ->f;^x^) ^fA] - 1 - (2- 

tra u s>x;i,x^;u) >r > k-;u- 2 k &s*£ ab£<& 1 0 6 

l H-NMR(CDCl 3 ) tf(ppm): 1. 07(6H, d, J=6. 6 Hz), 2.0-2.3(4H, m), 2.33C6H, 
s), 2. 85-3. 05(2H, n), 3.55-3.7(2H, m), 3.7-3.85C2H, m), 4.05-4.2OH, m). 
4.8-4.9C2H, m), 5.7K1H, d, J=7. 9 Hz), 5.84C1H, s). 6. 78(1H, d, J=7.9 
Hz). 6.880H. t, J=7.6Hz), 7.0K4H, d, J=8.3 Hz), 7. 10(4H, d, J=8.3 Hz), 
7. 25-7. 35CIH, in), 7.79(1H. d, J=8. 6 Hz), 12.86UH, br). 

mmm 1 0 8 

N- [3- (l-j i ^'/U7t/) ^nh'i] - 3 - [t:X (4-/Wx- 
)V) tf-Jl] -1- (2-bfo 'j S?x;|,x^/l,) -f >K-^-2-*^#*-9-5 
K (Yb^ttl 0 7) 

'H-NMRCCDCh) <5(ppid): 1.55-1. 7(4H, m), 1.85-2.0C2H, m), 2.29C6H, s), 2.3 
-2.4C4H, ■), 3.00C2H, t, J=6.3Hz), 3. 33(2H, dd, J=6.0, 6.9 Hz), 3.83C2H, 
t, J=7.3 Hz), 4.43C2H, t, J=6.3Hz), 6. 15(1H, s), 6.84(1H, s), 6.8-7.0 
(2H, m), 7.0-7.15C9H. m). 7. 15-7. 25(1H, m), 7.32(1H, d, J=8.3 Hz), 7.38 
(1H, s). 8. 250H, br). 

mmm 109 

3- [trx (4 -^f-/U7i~7i/) -1- (2-*ji*i) yxf-;io 

K-ib-2-*^aK>»xf-^ (fb-^«Jl 0 8) 

yf;b] >f>K-^-2-*w:>8if;l/ (5. 0 g, 13. 0 4mmol) 
fci^2-m'j;if;^D>JKi6Si (2. 6 7g. 14. 3 4mmol) 
£flH\ 6. 8g (£fttt) ©«Efk#«*#fco 

■H-NMRCCDCh) tf(ppm): 1.S7C8H. t, J=7.3Hz), 2.3K6H, s), 2. 45-2. 55 (4H. 
m), 2.65-2.75C2H, m), 3.6-3.7C4H, m), 4. 34(2H, q, J=7.3Hz), 4.6-4.7(2H, 
m), 6.47C1H, s), 6.8-6.9C1H, in), 6. 95-7. 15(9H, ■), 7.2-7.3UH, m), 7.3- 
7.4C1H, m). 

mmm 1 1 o 

7 4 
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3- [trx (4 - yf;^x-;b) - l- ( 2 ;xfA) 

^vF-*- 2 (ffc^tti o 9) 
^tt^et^frtT, njfe^i o 9-e#b,n/cffc^i o 8 (6. 8g)* 

Jfll\ 4. 5g (7 4KJR2P) O«i2^«»^#/co 

'H-NMR(CDCl 8 ) tf(ppin): 2.29C6H, s), 2.3-2.4(4H. n), 3. 02(2H, t, J=5.6 
Hz). 3. 45-3. 55(4H, m), 4.62(2H. t. J=5. 6 Hz), 6.56UH, s), 6.9-7.0OH. 
m), 7.02C4H, d, J=8.1 Hz), 7. 12(4H, d, J=8. 1 Hz), 7.2-7.3C3H, m). 
VlTO^mmi 11-11 3T*li, <£&® 6 (IttX-Tft^tt 1 0 9^ *t:7 

mmm 1 1 1 

N- (3-tU.'j;^D^) -3 - [b** yf-;U] 
- 1 - (2-^;^'j;xf^) >r > K-;l- 2 F 2£8*£ 
(ffc£ttl 1 0 2ig&&) 

•H-NMRCCDCh) tf(ppm): 2.05-2.2(2H, m). 2.32C6H. s), 2.6-2.8(2H, m), 2.9 
-3.3C4H, m), 3. 35-3. 45 (4H, m), 3.45-3.6C4H, m), 3.9-4.K4H, m), 4.1-4.3 
(4H, m). 4. 85-4. 95 (2H, m), 5.88(1H, s), 6. 85-6. 95(2H. ra), 7.0-7.15(9H, 
n), 7.2-7.3C1H, m), 7.68C1H, d, J=8.2 Hz), 12.320H, br), 12.75C1H, br). 

mmm 1 1 2 

N--r >jzfu\£)\,- 3 - [t"x ((-ywxiA).yfA] -1- (2- 

*A*'J/xfA) >T > K-;l/- 2 71/^^-9-= K £B?£ (ft£-«3 1 1 1 
&&£) 

'H-NMRCCDCl s) <5(ppffl): 1.07(6H, d, J=6.6 Hz). 2.34C6H, s), 2. 95-3. 15 (2H, 
m), 3.45-3.6C4H. m), 3. 95-4. 05(2H. ■), 4.05-4.2UH. m). 4.30(2H, t, J= 
11.9 Hz), 4.9-5. 0(2H, a), 5.72C1H. d, J=7.6 Hz), 5.84QH, s), 6.79(1H, d, 
J=8.2Hz). 6.89C1H, t, J=7.6 Hz). 7.0K4H, d. J=8.2 Hz). 7.10C4H. d. J= 
8.2 Hz), 7.25-7.3C1H, m), 7.8K1H, d, J=8.2 Hz), 13.55UH, br). 

mmm i 1 3 

n- [3 - (1 ->r i yyj>i/) ^e*] - 3 - [fx (4-yf;i7xx 
7 5 
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;10 * =f-Jl~\ - 1 - ( 2 »J y x*;i,) -r > K-;l>- 2 = K 

«t£4fc 112) 

•H-NMRCCDCla) <S(PPm): 1.85-2.0C2H, m), 2.32C6H, s). 2. 35-2. 45 (4H, m). 
2.78C2H, t, J=6.9Hz), 3.32(2H, q, J=6.6 Hz), 3.5-3.6(4H, m), 3.89(2H, t. 
J=7.1 Hz), 4.48(2H, t, J=6. 9 Hz), 5.970H, s), 6.76QH, t, J=6. 6 Hz). 6.8 
-6.9C3H. ■), 7.0-7.15C9H, m). 7.2-7.3C1H, a), 7.350H. d. J=8.3Hz), 7.40 
(1H, s). 
Idfeflll 14 

3- [t*x (4-yf;i/5x-;i.) - i - (2-i?yf A7;;xf 

» >r> K-Jb-2-*w>»xfi (ft^tt.i 13) 

^;H^>F-^-2-*M:>8if;K4. 5 5 g, 11. 8 6-mmoJ) 
*J:tf2-s;/^T5^x^A,^nijKmit (1. 8 8 g. 13.05 mm o 1 ) 
*flH\ 5. 7g (JMft) ©*Efl:£&*»fc 0 . 

'H-NMRCCDCl,) <5(pp B ): 1.37C3H, t, J=6.9 Hz), 2.3K6H, s), 2.37(6H, s), 
2.65-2.75C2H, m), 4.34C2H, q, J=6.9Hz), 4. 55-4. 65 (2H. m), 6.49(1H, s), 
6.8-6. 9C1H, ■). 6.9-7.15C9H, m), 7.2-7.3UH, in), 7.40OH, d, J=8.3 Hz). 

mmm 115 

3 - [fx (4-/1-Jl7*-jl) -i - (2-^/^;py$ 

;U) -f > K— 2 —*^sf?>» «t£<&l 14) 

rnmwe tmmizLT, mmmi 1 4T&h>tiwt&®i 1 3 (5. 7 g ) % 

HR V 3 . 5g (68 JfclBUg) ©«H2ft£&£»*:„ 

'H-WRCCDCl,) <J(ppm): 2.28(6H, s), 2.37C6H, s), 3. 16(2H, t, J=5.7 Hz), 
4.7K2H, t. J=5.7Hz), 6.70OH, s). 6. 85-6. 95(1H, m), 7.0K4H, d, J=6.9 
Hz), L15(4H, d, J=6.9 Hz), 7. 15-7. 25(3H, m). 

BTonmmi i e-1'1 am ft** a Kfttrfc** 1 1 4*,-*fc7 

f^lMl 16 

7 6 
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N- (S-^Jlt^) J faVJl) -3 - [h'X (4 - tTfr? 
- 1 - (2-^yf;l.7;;xf;b) J y Y-)l- 2 )ltf*1r I K 
£ 15 2£Sftifi) 

•H-NMKCDCli) <S(ppm): 2.05-2.2(2H. m), 2.3K6H, s). 2.85-3.K4H, m). 
2.93C6H. s). 3.3-3.45UH, m), 3. 5-3. 6(2H, n). 3.9-4.05(2H. m), 4.05-4.25 
(2H, m), 4.8-4.9C2H, m), 5.89(1H, s), 6.85-6.9C2H, m), 7.05-7. K8H. a), 
7.2-7.35C2H. m), 7.65(1H. d, J=8.3 Hz), 12. 14(2H, br). 
*ttfll 17 

'JZfa 3 r [b"X (4 -^f ^7x-^) 7f ;H - 1 - (2- 

■H-NMRCCDGla) <Kppm): 1.08C6H, d, J=6.3Hz). 2.34C6H, s). 2.90C3H, s). 

2.92C3H, s), 3.5-3.65C2H, n), 4.05-4.2(lH, m). 4.8-4.9C2H. ra), 5.72C1H, 

d, J=7.9Hz). 5.84C1H, s), 6.790H, d, J=7.3 Hz). 6.89UH. t, J=7.6Hz), 

7.00(4H, d, J=7.9Hz). 7. 10(4H, d. J=7.9 Hz), 7.25-7.3C1H, m), 7.77C1H, 
d, J=8.6 Hz), 13.05QH, br). 

mmm\ is 

N- [3- (l -^^/'J^) ^Dtf;b] - 3- [t*X (4-^A7ir 
)l) y^A] -1- (2-^^f;t/7; ;xfA) 4 y Y- Jl- 2 - * Jltf*? 
I K \ 17) 

'H-NMR(CDC1 3 ) S(ppm): 1.9-2.0C2H, m), 2. 17(6H, s), 2.30C6H, s). 2.78(2H, 
t, J=6.3Hz). 3.25-3.35C2H, b), 3.82C2H. t, J=7. 1 Hz), 4.39C2H, t, J=6.3 
Hz), 6.1K1H, s). 6.820H, s), 6. 85-6. 95 (2H, o), 7.0-7. 1(9H, m), 7.2-7.35 
(2H, m), 7.36(1H, s), 7.6-7.7C1H. m). 

mmm 119 

N-7nt?;l<- 1 - (2-^ym;;iW -3- (4-fc'Kn + S/"* 
>Xh KV AO >f > K— A- 2 -#;Ujtf+1J-S K 1 l 8 

tt) 

1 0t*#bn5N-^D h*;P- 3 - (4 -^y ^Jlt^ri/^yXh K'J 

7 7 
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*) - 1 - i2-V/f-J\,T i yxf-;P) 4 y Y-)l- 2 -X I K 
(1. 9 5g. 3. 5 7mmol) ©x^;-;i, (30ml) jgjRCl 0^*7 

wu-fcmtm (o. 3 9 g, 5 ok**) ^ud^, *mnw%Ti o-ct 
4. 5i$isni#u.:o tt^atsgu/^ mm^mmr^bx, fi^mi.jss' 

1. 4 2g (8 2M$) ©fiiBffc^©#*i&££#7t 0 fcl^T. dOYfc^Hi 

(i. o g) zmmms i t^«ncLT*g»^<b-r-5ct(c«j:o. o. 9 2g 

( 8 6 ©g&£ffc£&£#/c 0 

'H-NMRCCDCla) <5(ppm): 0.83(3H, t, J=7.4Hz), 1.35-1.5C2H, in), 2.89(6H> 
s), 3.2-3.35(2H, n), 4.0-4.15C2H. m), 4.7~4.85(2H, m), 5.8-5.95C2H. m), 
6.38(1H, s), 6. 7-6. 9(4H. id>. 6. 96(2H, d, J=8. 6 Hz), 7. 05-7. 15 (2H. nO, 
7.15-7.35C4H, m), 7.740H, d. J=8.3 Hz), 12.730H, br). 

MTommmi 2 0-1 2 N-^ntr;p-3- (4 -lyyh***; 

*yXt KU*) - 1 - (2 - JIT Ux.=f-)l) J y F-;u- 2 

KjCft*T#%«l 1-1 9T#£ft6ffc£fe£ffll^ Ullfe&l 1 1 9 fcs 

mmm 120 

N-^V^otVI/-l - (2--;yW;;xf^) -3- (4-t Kd + 

i^OXtKU/lO *>k-;U- 2 k mmtz <at^m\ 1 9 
£&£) 

'H-NMRCCDCh) <5(ppm): 1.06C3H, d, J=6. 3 Hz), 1.07C3H, d, J=6.3 Hz), 2.89 
(6H, s), 3.5-3.6C2H, m), 4.0-4. 15(1H, ■).' 4. 65-4. 85(2H, m), 5.74(1H, d, 
J=7.6Hz), 5. 83<1H, s). 6.360H, s), 6.2-6.4C4H, m), 6. 96(2H, d. J=8.6 
HzX 7.0-7.K2H. m), 7.1-7.35(4H, n), 7.73C1H, d, J=8.6 Hz). 12.740H, 
br). 

mm 121 

N- (4-^^7x^) - i - ( 2 -^f;t,7;;x^) - 3 - 
1 2 0 £»£) 

7 8 



Copied from 106565(34 on 15-04-2004 



WO 97/03965 



PCT/JP96/01980 



■H-NMRCCDCh) <Hppm): 0.93(3H, t, J=7.3Hz), 1.5-1.65C2H, a), 2.45-2.6 
(2H, m). 2.90C6H, s), 3.5-3.65C2H, id), 4.3-4.45(2H, oi), 5.94UH. s). 5.98 
(1H, s), 6.7-6.95C4H, m), 7.00(2H, d, J=8.3 Hz). 7.05-7.2(6H, m), 7.2- 
7.S5C4H, m), 7.54(1H, s). 7.82(1H, d, J=8.6 Hz). 12.86(1H, br). 

N- (3-^1/* 'J J "HftJ tf^b) - 1 - (2-^^f;l7; yxf;0 - 3 - 
(4 - t Ko + i/^>Xfc KU^) -< >'K-*- 2 5 K 2£g?£ 

(ik^«5i 2 1 2mmm 

'H-NMRCDMSO-ds) <5(ppm): 1.9-2.K2H. m). 2.85C6H, s). 2.95-3.2(4H. m). 

3.2- 3.5(6H, in), 3.75-4.0C4H, m), 4. 55-4. 7(2H, m), 5.86UH, s). 6.67(2H, 

d, J=8.3Hz), 6.8-7.0C4H. m), 7.1-7.3(6H< m), 7.65(1H, d. J=8.3Hz), 8.47 
OH. t. J=5.6Hz), 9.20OH. s). 10.81UH, pr). 11.04(1H, br). 
mmW 12 3 

N- [3- (2 fcfnU zfaVjl] - l - 

yxf-^l/) - 3- (4-tKD + ^>xtF'M) >f > K-/I,- 2 -#;l>#* 

ttltt(^«l'2 2 *£»£) 
'H-NMRCDUSO-de) d(ppm): 1.6-I.75C2H. m), 1.9-2. 05 (2H. n), 2.25C2H, t, J 
=7. 9 Hz), 2.8K6H, s), 3. 15-3. 3 (4H. a), 3. 3-3. 55(4H, m), 4.5-4.65(2H, m), 
5.850H, s), 6.66C2H, d, J=8. 3 Hz). 6.8-6.9C2H, m), 6.95(2H. d, J=8.3 
Hz). 7.6-7. 8C6H. n), 7.67UH. d, J=8.2 Hz). 8.2-8.30H. m). 9.240H. s), 
10.69OH, br). 

mmmi 2 a 

H-i/?n-t>;l-)l- l - (2-i^yf;l/7; Jx-^Jl) -3 - (4-tKn 
^^^t K 'J AO >r > K-;P- 2 -a**** * K igKE «b£<Bj 1 2 3 
EBfE) 

•H-NMRCDHSO-d.) 5(ppm): 1.4-1.7(12H, a), 1.7-1. 9C2H. n). 2.80C6H, s), 

3.3- 3.45(2H, m), 3.95-4.K1H. m), 4. 55-4. 65 (2H, m), 5.80OH. s), 6.66C2H. 
d, J=8.6Hz), 6.8-6.9C2H, s), 6.94C2H, d. J=8. 6 Hz), 7. 1-7. 3(6H, a), 7.67 
(1H, d, J=8.2Hz), 8.0K1H. d. J=7.9 Hz). 9.26C1H. s), 10.83OH, br). 

7 9 
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mmm 125 

N-^ot°;U- 3- (4 -t Ko.+ j/^yXb F'J;10 - 1 - (2-bfmj >> 
>r > K-*- 2 K mm Ut&®l 2 4 Ifi&Ji) 

'H-NMRCDMSO-da) <S(ppm): 0.9K8H, t, J=7.3 Hz). 1. 45-1. 65(2H. m), 1.75- 
2.05C4H. m), 2. 85-3. 05 (2H, m). 3.05-3.4(4H, n). 3.4-3.6(2H, m), 4.45-4.6 
(2H, m), 5.840H, s), 6.66(2H. d, J=8.3 Hz), 6.85-6.9C2H, m), 6. 94(2H, d, 
J=8.3Hz). 7.05-7.3C6H, m), 7. 62(1H. d, J=6.3Hz), 8.2-8.3(lH, m), 9.21 
(1H. s), 10. 65(1H, br). 

mmm 126 

N--4 V?u tf;l/- 3 - (4 - t Fn + i^OXt F 'J A>) -1- (2-tfo 
U i?-Jl3.?-Jl) -4 > 2 -tiJl^V i F 12 5 

igH£) 

'H-NMRCDMSO-ds) tf(ppm): 1. 17(6H, d. J=6.6Hz), 1. 75-2. 05(4H, n), 2.85- 
3.05C2H, m). 3. 4-3.6(4H, m), 4.0-4. 15(1H, m), 4. 5-4. 65(2H. m), 5.83(1H, 
s), 6.67C2H. d. J=8.6Hz), 6.85-6.9(2H, m), 6. 95(2H, d, J=8.6Hz), 7.05- 
7.3(6H, m), 7.62QH, d, J=8.3 Hz), 7. 84(1H, br), 9.19(1H, s), 10.64(1H, 
br). 

mmm 127 

N- (3-^;U^'jy^otf;U) -3 - (4 -h Kn + i/^>Xb K9rt0 - 
1 - (2 - tfo ij ^AxfA) >T > K-;t/- 2 F 2£H*£ 

(ffc£fe)12 6 2ESE) 

■H-NMRCDHSO-de) tf(ppn): 1. 75-2. 05(6H, in), 2.9-3.2(6H, m), 3.2-3.6(8H, 
m), 3.75-4.0C4H, m), 4.5-4.65(2H, n). 5.85(1H, s), 6. 67(2H, d, J=8.4 Hz), 
6.85-6.9C2H, id), 6.95(2H, d, J=8.4 Hz), 7.1-7.3(6H, m), 7.65C1H, d, J=8.2 
Hz), 8.5-8. 6(1H, ■), 9.24C1H, s). 11.05(1H, br), 11.2(1H, br). 

mmm 128 

N- [3- (2 tfo U zfa\?;V] -3 - (4-tFn + ^ 

>XtK'J;u) -1- (2- tfo »; ^iipxf-A) W > F-;U- 2 -fc/l/siMrir 
S F iSS&E (ft£&l 2 7 iggfell) 

8 0 
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'JWMKCDCl,) <J(ppm): 1.5-1. 65(2H. m). 1.95-2.2C6H, m). 2.34C2H, t. J= 
7.9 Hz), 2.8-3.0C2H, b). 3.1-3.35(6H, b), 3.5-3.65(2H, m), 3.65-3.8C2H, 
b), 4.7-4.85C2H. b). 5.860H, s), 6.0-6.K1H. b), 6. 7-6. 85(4H, b), 6.95 
(2H, d, J=8.3Hz), 7.0-7. 1(2H, b), 7.1-7.3(4H. b). 7.74C1H. d, J=8. 3 Hz), 
12.45UH. br). 

EiTvmmm i 29-13 3-ct*. <t<&® b izK*.x$%m 2 iT#e>n§3 

- [4- (2-^yW;;ih + i/)/<>XhK^] -f>K-^-2-* 
£ffiW12 9 

[4- (2-yyWi;xh + -»OXbK'J 
;l] -OK-*- 2 5 F Uk&HB I 2 8 ) 

'H-NMR(CDC1») 5(ppb): 1.0K6H, d, J=6. 6 Hz), 2. 34(6H, s). 2.73C2H, t. J 
=5.9 Hz). 4.06C2H, t. J=5.9 Hz), 4.05-4.20(lH, n). 5.720H. d, J=7. 9 Hz), 
6.0K1H, s), 6. 77-6. 89(4H, b), 7. 07-7. 45 (9H, b), 9. 180H, s). 

mmm 1 3 0 

[4- (2-^^^7;;xh+i/) ^>Xh K'J*] 
yf> K-*-2-**#*1f5 K Ub&to l 2 9) 

'H-NMR(CDCla) <5(ppb): 0.79C3H, t. J=7.3Hz). 1. 32-1. 45(2H, i), 2.35C6H, 
s), 2.7K2H, t, J=5.6Hz), 3.21-3. 29C2H, b), 4.06C2H, t, J=5.9 Hz), 5.82 
(1H, t. J=5.6Hz), 6.03C1H, s), 6. 76-6. 88(4H, m), 7. 06-7. 64(9H, m), 9.14 
(1H, s). 

mmm i 3 1 

N-i/?a*?1-)l,- 3- [4- (2-iJ/W;;xh^) OXt K 
'J ;U] >r > K-*- 2 -* $ K (ffc£fei 13 0) 

'H-NMR(CDClj) 5(ppb): 1.25-1.90(14H, br), 2.35C6H, s), 2.74C2H, t, J=5.6 
Hz), 4.06C2H, t, J=5.9Hz), 4. 05-4. 20(1H, m), 5.84(11 d, J=8.2Hz). 6.01 
(1H, s), 6. 73-6. 89(4H, b), 7. 06-7. 65 (9H, b), 9.130H, s). 

mmm 132 

8 1 
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N- (4-^dW7x-;1/) -3 - [4- (2-^yW;yxb^>» 

OX\i K'J;u] -<yV-Ji-2-ti)i^^i K (ffc£&i 3 1) 
'H-NMRCCDCl j) 5 (ppm) : 0.92(3H, t, J=7.3 Hz), 1. 54-1. 65(2H. m), 2.35C6H, 
s), 2.54C2H, t, J=7.3Hz), 2.74C2H, t, J=5.6 Hz), 4.07C2H, t, J=5. 6 Hz), 
6.15C1H, s), 6.74-6.92C4H, m), 7. 08-7. 42(1 3H, m), 7.58C1H, s), 9.230H. 
s). 

mmmi 33 

N- [3- (2-^^VfcTn»J^;U) 7n tf;l] - 3- [4 - (2-iMf- 
;i/7 = yiF + -» OXhK'J^] -f > K-*- 2 K (ffc£& 
132) 

•H-NMRCCDCU) <J(ppm): 1. 67-1. 76(2H, m), 1.98-2. 09(2H, m), 2.35C6H, s), 
2.42C2H, t, J=7.9Hz), 2.75C2H, t, J=5.6Hz), 3. 30-3. 40 (4H, m), 4.05(2H, 
t, J=5.6Hz), 6.480H. s). 6. 81-6. 93(4H, m), 7. 12-7. 40(9H, in), 9.54C1H, 
s). 

KTO^lMl 3 4-1 3 8Tlt <t4s® 6 \zftx_X&nm 2 3 T^ft* 3 
- [4 - (2 - tfo »J + OXt K»;/H > K-/U- 2 -fJJl 

^«©^tc j: *> @ mtitmzmz* 
mmm 134 

N-W 7^ntf;u- 3- [4- ( 2 - hfn tj i?^;lx h + ^) 'OXb KU] 
-f > 2 K (ffc£&l 3 3) 

'H-NMRCCDCl.) d(ppm): 1.0K6H, d, J=6.3Hz), 1. 75-1. 90(4H, or), 160- 
2.70C4H, br), 2.9K2H, t, J=5. 9 Hz). 4.1K2H, t, J=6.3 Hz), 4. 10-4. 25(1H, 
m), 5.72C1H, d, J=7.6 Hz), 6.0K1H, s), 6. 77-6. 89 (4H, m), 7. 07-7. 40 (9H, 
m), 9.16C1H, s). 

mmm 135 

[4- (2-fDij ^^xh + -» ^>Xt K'JAO -f 
> K-^- 2 * K «fc£«9 13 4) 

'H-NMRCCDCl,) <5(ppm): 0.79C3H, t, J=7.3 Hz), 1. 32-l,45(2H, m), 1.79-1.84 

8 2 
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(4H, m), 2. 55-2. 70(4H, br), 2.9K2H, t, J=5.9Hz), 3. 21-3. 29(2H, id), 4.10 
(2H, t, J=5.9Hz), 5.82C1H, t, J=5.6Hz), 6.03OH. s). 6. 76-6. 89 (4H, m). 
7.05-7.40C9H, m), 9. 15(1H, s). 

N-'>9a*91-j\,- 3 - [4 - (2-tfo'J i?-^x ^>Xt K'J 

M >f >K-;i/-2-#;l^*if-S K «fc£1&l 3 5) 
'H-NMRCCDCla) d(ppm): 1. 25-1. 80(14H, br), 1.80-1. 90(4H, br), 2.55-2.75 
(4H. br). 2.93C2H. t, J=5. 9 Hz), 4. 00-4. 15(1H, b), 4. 12(2H, t, J=5.9Hz). 
5.84(1H, d, J=7.9 Hz), 6.0K1H, s), 6. 73-6. 88(4H, m), 7. 06-7. 64(9H, m), 
9.13C1H, s). 

mmm 137 

N- (4 -^nhf;l/7x-;i/) -3 - [4- (2-en»JS^;Ux>*i/) X 
>Xt K»J/l] >T> K-il/- 2 K «fc£&l 3 6) 

■H-NMR(CDC1 S ) 5(ppm): 0.92C3H, t, J=7.3 Hz), 1. 54-1. 67(2H. m), 1.75-1.90 
(4H, br), 2.54C2H, t. J=7.3Hz), 2. 60-2. 70(4H. br), 2. 93(2H. t. J=5.9 
Hz). 4. 12(2H, t, J=5.9Hz), 6. 15(1H, s), 6. 74-6. 93(4H, n), 7. 08-7. 42(1 3H. 
i), 7.58C1H, s), 9.240H, s). 

mmm 1 3 8 

N- [3 - (2 h'n y ^ntf;l] - 3- [4 - (2 - tfo ij 

>>x;ujih^>) /<>xt K'J;H >r > .F-/U- 2 K afc£& 
13 7) 

•H-NMRCCDCh) 5(ppm): 1. 67-1. 76(2H, m), 1.70-1.90(4H, m), 1. 97-2.08C2H, 
m), 2.42C2H, t, J=7.9 Hz), 2. 55-2. 75(4H, br), 2.9K2H, t, J=5.9 Hz), 3.30 
-3.39C6H, m), 4. 10(2H, t. J=5.9Hz), 6.48UH, s). 6. 80-6. 93(4H. m). 7.12 
-7.39C9H, m), 9.62(1H, s). 

mmm 139 

3- [4- (2-i?/f;P7i;xh + <» ^>xk KU;U] - 1 - (2-v> 
yW;;xf;i) >r> K-;l-2-#;l/#>g&i^;l/ (fl:£<Bg l 3 8) 
^M«»I7 3 tl^l^UcbT. 2 4THbn5 3- [4 - (2-?noxf 

8 3 
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^>Xh KU ft] -1- (2-^fA7;;xf/i) -OK-*- 2- 
*/^yixf/K2 6. 4 9 g, 5 2. 5mmo 1 ) is*&*Jj'*ftr i 
»* ( 5 0 ». ■ 8 9 . 4ml, 787mmol) 2 4. 3 g ( 9 0 fcJR 

•H-NMRCCDCl.) <5(ppn): 1.36(3H, t, J=7.3Hz), 2.32(6H, s), 2.34(6H. s), 
2.65-2.73C4H, n), 4.03(2H, t, J=5.9 Hz), 4.34(2H. q, J=7.3Hz), 4.60(2H, 
t, J=7.6Hz), 6.50C1H. s), 6. 79-6. 95 (4H, m), 7. 05-7. 40(9H, m). 

mmmiAQ 

3- [4- (2--^yW;;xh + ^) 'OXt K'J;H - 1 - (2-5> 
yW5/xfA) -f> K-*-2-*^#>» (ffc£8M 3 9) 

HitW6.tS«lcUT, ^JfeflJl 3 9Tibnmil 3 8 ( 2 3. 8 g) 
2 1. 7 g (96 JKiDUP) ©^£{b^^f»fc 0 
'H-NMBCWBO-d.) S(ppm): 2. 17(6H, s), 2.19(6H, s), 2. 45-2. 60(4H, m), 3.95 
(2H, t, J=5.9Hz), 4.63(2H, t, J=7. 3 Hz), 6. 69-6. 78 (3H, m), 6.96-7.33 
(11H, m). 

JKT©^Jftfiajl 4 1-14 5-T?li. fk^6(Cft^Tfb^«&l 3 9£. *7t^ 
Hlfcflll 4 1 

N->T7^Dtf;U- 3- [4- ( 2 - S J t tftT * J x h OXh KU 
ft] -1 - (2-^^fA7i;xf^) >T>K-^-2-*^#+-9-= K 
£*1 4 0). 

'H-NMR(CDCls) <5(ppm): 1. 10(6H, d, J=6.6 Hz), 2.2K6H, s), 2.33(6H, s), 
2. 69-2. 76(4H, m), 4.04(2H, t, J=5.6Hz), 4. 15-4.27(1H, m). 4.44(2H. t, J 
=6.9 Hz), 5.98(1H, s), 6.59(1H, d, J=7.9Hz), 6. 81-6. 86 (4H, i), 7.07-7.35 
(9H, m). 

mmm 142 

N-^Dt';b-3- [4- (2-^yW;/xb + ^) 'O^tK'Jil] 
-1- (2-^^^T;yxf;l/) -(>F-ft-2-fjft$*'V-i K 

8 4 
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14 1) 

•H-NMRCCDCL) S(ppm): 0.85C3H, t, J=7.3 Hz). 1. 41-1. 55(2H, i), 2.2K6H, 

s). 2.33(6H, s), 2. 69-2. 78(4H, m), 3.3K2H, dt, J=6.6, 6. 9 Hz), 4.03(2H, 

t, J=5.9Hz), 4.43C2H. t, J=6. 6 Hz), 6.05(1H. s), 6. 79-6. 92 (4H. m). 7.08 
-7.34C9H, m). 

mmm 1 4 3 

N- v^n*?^- 3 - [4 - <2.-2>yf-*T ~ yx h*>) ^>Xt K 
U ^] - 1 2 (2 — f~)lT I J x^;l,) 4 y Y-)V- 2 - #7t>;}?*1f i K 

(ffc^tt 1 4 2 £g*ig) 
l H-NMR(DMSO-d e ) <5(ppm): 1.85-1. 90C14H. m), 2.77(6H. s), 2.8K6H, s), 
3. 30-3. 55(4H. m), 3. 85-4. 05(1H, br), 4. 20-4. 40 (2H, br), 4. 50-4. 70(2H, 
br), 5.840H. s), 6. 89-6. 93(4H, m), 7. 08-7. 27(8H, m). 7.7K1H. d. J=8.3 
Hz), 8. 36(1H, d. J=7. 6 Hz). 
^M«»114 4 

N- (4-^DtT;U7xx;l/) -3 - [4 - ( 2 - f J t TJlT x J x h*is) 
s<yxt K'j/l/] - 1 - (2- f J *1-)\,r I yxf-AO 4 y K-^-2-**# 
K (ffc£«g 14 3) 

'H-NMRCCDCls) 5(ppm): 1.36C3H, t, J=7. 3 Hz), 2. 15-2. 25 (2H, br), 2.37 
(12H, s). 2. 65-2. 80(4H. br), 4.07C2H, t, J=5. 6 Hz). 4. 30-4. 38 (2H, m), 
4.68C2H. t. J=7.9Hz), 6.50(1H, s). 6. 79-6. 91 (4H, m), 7. 05-7. 44(1 3H. m). 

mmm 1 4 5 

N- [3- (2-^+veniJ i?x;l.) zfa h*;l/] -3- [4- (2-i>;*^ 
/by $ ;xhfi/) <^Xt K'J^] - 1 - (2-^/fA7; yxf;l) >f y 
K-*-2-**m5K(.ft*«lH4) 

*H-NMR(CDC1 3 ) ff(ppm): 1. 67-1. 77(2H, m), 1. 95-2. 07(2H, m), 2.23(6H, s), 
2. 33-2. 39(2H, m), 2.37C6H, s), 2.76C2H, t, J=5.6 Hz), 2. 75-2. 90(2H, br), 
3. 24(2H, t, J=6. 9 Hz). 8. 29-3. 37(4H, n), 4. 06(2H, t, J=5. 6 Hz), 4. 43(2H, 
t. J=6.3Hz), 6.10UH, s), 6. 80-6. 94(4H, m), 7. 09-7. 35 (9H, m), 7.75C1H, 
s). 
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mmm 1 4 e 

3 - [4 - (2-hTu'J y-;Uh + i/) OXb K»j;H - 1 - (2- eo 
■J S?x;L/X^/lO ^>K-;t/-2-*^!K>iif^ 1 4 5) 

^MM7 3 t^lltT. ##05 2 5T^bn53- [4- (2-?onxh 
^>Xh K »J - 1 - ( 2 - tf n ij -^r. ;pxf-;l<) >f > K->l/- 2 -ii 
;^>iif/t/ (3 6. 7g, 69. 2mmo 1 ) bfo y >>> (3 2m 1, 

3 8 0 mm ol)^|l\ 3 0. 3 g ( 7 7 %IR30 OMMt&HB&WZo 
'H-NMRCCDCIs) tf(ppn): 1. 36C3H, t, J=7. 3 Hz), 1. 70-1. 90(8H, br), 2.50- 
2.80C8H, br), 2. 82-2. 90(4H, m), 4.07C2H, t, J=5.9 Hz), 4.34(2H, q, J=7.3 
Hz), 4. 63(2H, t, J=7. 9 Hz), 6. 50(1H, s). 6. 79-6. 95(4H, m), 7. 05-7. 43(9H. 
m). 

mmm 147 

3- [4 - (2- fcforj 'j;r.^x> + S/) 'OXt KUA] - 1 - (2-en 
ij i?x;Ux^;U) >T > K— — 2 -*jUjJ?>» (ft£ftll 4 6) 

mmmt tmmizbx, mmmi 4 Gxmztitcit&voi 4 5 (29. 1 g) 
2 e. 7 g ( 9 6 %wm <Dmm<t£®zn £ 0 

'H-NMRCCDCls) d (ppm): 1. 60-1. 90(8H, br), 2. 50-2. 75 (8H. br), 2. 85(2H, t. 
J=5.9Hz), 3. 10-3. 25(2H, br), 4.00C2H, t, J=5.9Hz), 4. 60-4. 80 (2H, br), 
6. 70-6. 91 (5H. in), 7. 06-7. 24(9H, m). 
VLTcommmi 4 8~1 5 2T'li, {t4to6lzRSLX{t&tol 4 6^ ttczf 

HlfiM 14 8 

[4- + 'OXhPJ^] 

- l - (2 -bfn ^-;pxf^) ^> K-/i, - 2 rK (fc£tt 
1 4 7) 

•H-NMRCCDCl,) <5(ppm): 1.1K6H, d, J=6.9 Hz), 1.55-1. 90(10H, br), 2.25- 
2.55C2H, br). 2. 55-2. 80 (4H, br), 2. 80-3. 10(4H. br), 4. 1K2H, t, J=5.6 
Hz), 4.10-4. 30C1H, m), 4. 40-4. 60(2H, br), 6.05(1H, s), 6. 80-6. 91(4H, n), 
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7.09-7.36C9H. m). 

mmm 1 4 9 

N-^Dh*Jl/-3- [4- (2-¥a*) Z?-Jl^h*is) OXt F 'J ;U] - 
1- (.2-fcrayyr.Axf-^).^>K-^-2-*;UjJ«4 l *5 K «fc^l48) 
'H-NMRCCDCla) 5(ppn): 0.87(3H. t, J=7.3Hz), 1. 40-1. 55(2H. m), 1.65-1.95 
(8H, br), 2. 35-2. 85(8H, br). 2. 85-3. 15(4H, br), 3. 20-3. 40 (2H. m), 4.05- 
4.20C2H, br), 4. 45-4. 55 (2H, br), 6.08OH, s), 6. 79-6. 92(4H. m), 7.09-7,26 
(9H, m). 

mmm 1 5 0 

N->?o*?f-;i,- 3- [4 - (2-fDiJ^i^i/)^>XtK'J 
;U] -1- (2-t 0 Diji?-;l,jc^;U) ^ > K-/I/- 2 - ii i K Utit 

® 1 4 9 ) 

•H-NMRCCDCl.) S(ppm): 1. 35-1. 90C24H, m), 2. 30-2. 55 (2H, br), 2.55-2.75 
(4H, br). 2.92(2H, t, J=5.9Hz), 2. 90-3. 10(2H, br), 4. 10(2H, t, J=5.9 
Hz), 4.05-4.20C1H, i), 4.50C2H, t, J=6.6Hz), 6.05(1H, s), 6. 79-6. 95 (4H, 
m), 7. 05-7. 46C9H. ■). 

mmm 1 5 1 

N- (4 - -fa tfA'7x-;l/) - 3 - [4 - ( 2 - tfa >J i?~)lx. ^ 

>xtK'j;b] - l- (2 -tro ^;i/^^/u) ■< y v-jv- 2-tu\>#*-* 

I K «L£0JI 5 0) 

'H-NMRCCDCh) <5(ppm): 0. 94(3H, t, J=7.3Hz), 1. 55-1. 70(6H. m). 1.75-1.90 
(6H, br), 2.25-2.45(2H, br), 2.56C2H, t, J=7. 6 Hz), 2. 60-2. 80 (4H, br), 
2. 85-3. 15(4H, br), 4.1K2H. t, J=5.9Hz), 4. 50-4. 60(2H, br), 6.2K1H, s), 
6. 78-7. 36(1 8H, m). 

mmmi5 2 

. N- [3- (2-*+y fcfnij *J=.)l) :/ab?Jl/] - 3 - [4 - (2- tfoy 
h + OX t K >J A] - 1 - ( 2 - f n 'J s^Ux^t,) >f > F— 
2 -^7^4-^-9- ^ K 15 1) 

'H-NMRCCDCls) 5(ppm): 1.60-1.90(10H, m), 1. 97-2. 08(2H, m), 2. 30-2. 50(6H, 
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n), 2. 60-2. 75 (4H, br), 2. 95-3. 00 (2H, br), 3. 00-3. 10(2H, br), 3.24-3.32 
(4H. m), 3.36C2H, t, J=7.3 Hz), 4. 10(2H, t, J=5. 9 Hz), 4. 40-4, 55 (2H, br), 
6.140H, s), 6.79-6.97C4H, m). 7. 10-7. 67(9H, ra), 8.43(1H, br). 

nmm 153 

N- [3 - ^d^] - 3- (^7x-/^f;^) 

- 1 - (2-/^)lT ;;xf;l.) -Y y Y-Jl- 2 K 
15 2) 

ftftfll 1 9 iK«K:'.LT, ##«2 7Tibn-5N- [3- (2-**7tT 
oijy-;l,) ^ahVb] -1- [2- (N-^>i>;P**^#;Utfr./l'-N- 
^;l/T^y) ji^AO - 3- (i?7x-;Mf^) >f > F-;b- 2 -#/l/tf?*-tr 
; F (0. 3 5g, 0. 5 4mmol)^K 0, 2 4 g ( 8 7 Q>W 

'H-NMR(CDC1 8 ) 6 (ppm) : » 1. 6-1. 75 (2H, m). 1.95-2. 1(2H. m). 2.37C2H, t, J= 
7.6 Hz), 2.46C3H. s), 3.2-3.4C8H. m), 4.57(2H. t. J=5.7 Hz), 6.02OH, s), 
6.9-6.95C2H, b). 7.1-7.302H. b), 7.39(1H, d, J=8.2 Hz). 
15 4 

N- [3- ( 2.-^+7' tTn »; *J—A,) 7*dW] -1- (2-7;;xf;|/) 
-3 - (-;7xi;M^) Y> K-*- 2-**aK*1f-5 K Cfb^©? 1 5 3) 
#%M3 0-C#b*l5N- [3- (2-**veoij 2^;l>) zfa\£)l] -3 

- (i>7x-;Mf^) - 1 - (2-7*;i/>r 5 Kxf-;u) jy K-;t,- 2-* 
;M*-»rS K ( 0. 5 5 3 g, 0. 8 9mmo 1 ) CDx^y-;!, (2 0ml)i 
fol^ f&*fcK7*>> (0. 3ml) fcjfl;^ 5 0°C? 3&®MWLtz 0 £bfc 

4- (?.dd*U/^;-A* 1 0/1) T-mSSU 0. 4 0 5g (9 2% 
l») CDgli3<fc^ft^#yi: 0 

•H-NMR(CDC1,) 5(ppb): 1.68(2H, t, J=6. 6 Hz), 2. 00(2H. t, J=7.9 Hz), 2.35 
(2H, t, J=7.9Hz), 2.80-3.4(10H, m), 4.35-4.5C2H, s), 6.00(1H, s), 6.8- 
6.95C2H, m), 7. 15-7. 35(1 3H, m). 
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mm i 

3- (^7x-;Mf;i.) K-;u- 2 -*;i-i?>»x^;u 
-Y > K— ^- 2 -1j Jltf )l (10. Og, 5 2. 9mmol)©t£ffc 

yf-U> ( 1 0 OmD Mi:, =7y<t*^^i-f-;iaS(* (0. 6 5ml. 
5. 2.9mmol) *JD^ cni:ft8'<>Xh K>J;K 1 1. 4 g, 5 0. 2 
mmo 1) ©ififl:/^U> (50ml) SMSfTU £iBT4 0#raiB#Ufco 

■Cft^SC fclCkO* 15. 8 g ( 8 4 %IR$) 0SE<b^'ftl«-^o 
•H-NHRCCDCU) <Hppm): 1.38(3H, t, J=7.2 Hz). 4.38(2H. q, J=7.2 Hz), 6. 69 
(1H, s), 6.8-6.9UH, ■), 6. 97C1H. d, J=7. 9 Hz). 7. 15-7. 3(11H, m), 8.35 
(1H, d, J=8.2Hz), 8.85-8. 95(lH, br). 

mm2 

4. 4' - , ;7Atn'<>XkKD-JKl2 1 '8g 1 5 8. lmmoDfc 
y 2 -ijJl^>m^Jl ( 1 0. Og. 5 2. 9mmol)©£ 

U> (1 0 0ml).»«i:, * ? >X)l*ym (Z. 4ml, 5 2. 9 
mmol) fcjjll*, £ST'l mm&WLtc'& 4. 4* -^7/bto / <>Xk K 
n-;l/(l. 0g. 4. 5 4 mmo 1 ) ZZZizUux.^ I. 5 l$liig# LTSIfc 
£5S*S£-frfco Rt&^Kir2S^7KKfb^h'J'7A7K»tt^J!ni^ £e>(iffrfoi£ 

ZZkiZkO^ 8. 4 g ( 4 0 9^1R^) ©HE<b^^#/co 

'H-NMRCCDCh) tf(ppm): 1.39(3H, t, J=7.2 Hz), 4.39(2H, q, J=7.2Hz), 6.63 

(1H, s). 6.85-7.0C6H, m), 7.1-7.2UH, n), 7.2-7.3UH, m), 7.38C1H, d. J= 
8.3 Hz), 8.87(1H, br s). 
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# %m 3 

i- (3 -?nn:/n e;to -3 - i<jy x-;i/ y ^-/u) -r > K-*- 2 -* 

#%0J 1 3 - (i?7 x^^f^) -r > K-;u- 2 -#;i*>»x 

f-*(3 8. Og, 1 0 7mmo 1 ) ©N, * K (3 8 0 

ml) ®m^ *1%T*m<ti-hWl> (60% toft, 4.7g. 118 mmol) 
£\D0*.> $bCl -^o^e- 3-^DD^nA*> (1 1.6m 1. 11 8mmo 1) 

£Jfl;U ft»x^;U-r»HSUfco ®£n*:?r«Ul£7jc. ffifD:fcE7fa?ife#L*:8K 
ffiilv^*^ATf£iiU »ME*KET«*LT. ffi£fi&©5 1. 1 gtm^o 
n*tltzm±f&®£3L?;-n,fr*mm&ZitZZtlZ£Q^ 4 0. 6g(88 

'H-NMRCCDCh) <5(ppm): 1.36C3H, t, J=7.3Hz), 2. 26-2. 36(2H, m), 3.57C2H, 
t, J=6.3Hz), 4.34C2H. q, J=7. 3 Hz), 4.66(2H, t, J=7.3 Hz). 6.580H, s), 
6. 84-6. 95 (2H, m), 7. 15-7. 30(1 1H, m), 7.450H, d, J=8.6Hz). 

1 - ( 4 oa^^Jl ) - 3 - (i?7x-/Mf A) -f > K-/U- 2-27^ 

-;^2-*;^:>»xf;K7 5. 7 6 g, 2 1 3mmo 1 ) *>«J:CM -7o 
t-4-?oD^^> (27ml, 2 3 4mmol)^l\ 82. Og (84 
KM) ©HE^'KJ^W/co 

'H-NWKCDCl,) S(ppm): 1.36(3H, t, J=6. 9 Hz), 1.78-1.88C2H. m). 1.93-2.05 
(2H. m), 3.55(2H, t, J=6.6Hz), 4.34(2H, q, J=6.9Hz), 4.52(2H, t. J=7.3 
Hz), 6.580H, s), 6. 83-6. 94(2H, m), 7. 16-7. 38(1 2H, m). 

%%mi tmmizbx, 4, 4' -y^p^>xtKn-*(i4. 7g. 

9 0 



Copied from 106565(34 on 15-04-2004 



WO 97/03965 



PCT/JP96/0I980 



58. 1 mm o 1 ) & <J: EF-f y V — )l-2-ti )l <# "s&3-=f- )l (10. Og, 
52. 9mmol) 4JBl\ 2 1. 0 g ( 9 4 %Um ©*Efc£tt*#fc. 
■H-NMRCCDCl,) <5(ppm): 1.39(3H. t. J=7.3 Hz), 4.39(2H, q. J=7.3 Hz), 6.62 
(1H. s). 6;9-6.95(2H, m). 7.13C4H, d, J=8. 6 Hz), 7.2-7.35(5H, m), 7.39 
(1H, d, J=8. 3 Hz), 8.87UH, s). 
#^03 6 

3- [t~* ■<> K-;u- 2 -#;u#>8xf 

to 

&%mi tm&lzLT. 4, 4' -^>fM>XtFo-;Kl 1. 8 g, 
5 5. 5mmo 1 ) ts&VJ > Y-to- 2 ( 1 0. 0 g, 

52. 9mmol)£flH\ 19. 8 g ( 9 7 9tfft$) ■ 0*Efl:£tt*#fc. 
■H-NMRCCDCh) d(ppm): 1.39(3H, t, J=7. 1 Hz), 2.3K6H, s), 4.38C2H, q, J 
=7.1 Hz). 6.60UH, s), 6. 85-6. 95(1 H, m), 7.0-7.15(9H, m), 7.2-7.3(lH, m), 
7. 35UH, d, J=8. 6 Hz), 8. 82(1H. s). 

3- (4-'<>>';i/t+^>XtK'j;0 4 y Y-to- 2 -fjii^ym^ 

Jl 

&%mi tmmiZhX^ 4-<>y^4 1 ^>XtKD-;l (3 0. 0 g, 
1 0 3mmo 1) teJ:^>K-;i/-2-*;^y9xf;Kl 8. 5 g. 97.9 
mmo 1) £BH\ 4 2. 7g (9 5 WR*) ©8?ia{t£<fe£#fco 
•H-NMR(CDC1 S ) 6(ppm): 1.49(3H, t, J=7.2 Hz), 4.48(2H, q, J=7.2 Hz). 5.93 
(2H. s), 6.720H, s), 6. 95-7. 05(3H, m), 7.08(IH, d, J=7.9 Hz), 7.23(2H, 
d, J=8.6Hz), 7.25-7.55(12H, m), 8.94(1H, s). 
8 

3- (4-^>^m^>X.kK'J;b) -1- (2-^yW;;xf- 
^>K-;u-2-#A<#>» 

mmm2tmmzbz* ^mi-v^^titzz - a-^y^Jit^-y^yx 

t KU;l/) >f > 2-»^'>Sif;i/ (2 0. Og, 4 3. 3mmol) 

ts*V2-i>/1-A,TiJ3.*A,9ai) K&Bg (6. 5 5 g, 45.5mmol) 
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£KH^ 3- (4 -^yVKX^V^yXt K'J*) -1- 

ms tmm^Lx. z®{t-et® (2 6. 3g) &mi\ i 9. 8g o i %wm. 

•H-NMR(CDCU) 5(ppm): 2.4K6H, s), 3. 18(2H, t, J=6. 1 Hz), 4.77C2H, t, J 

=6.1 Hz), 5.00C2H, s), 6.78(1H, s), 6.84(2H, d, J=8.9 Hz), 6. 85-6. 95(1H, 
b), 7.1-7.45C15H, b). 
#^«9 

■i yf-A,- 2 

t KU;t/) -<> K-*- 2 (2 O.Og, 4 3. 33mmol) 
2-t'o'J ^x;i,x^;l,?arK£B^ (8. 1 g. 4 7. 6 6mmol) 
£flH\ 3- ( 4 -^>>?n + ->^>>Ch KU;lO -1- ( 2 - t'n U $>x;Ux 

tBMKCLT, C©ffc£& (2 4. 9g) £ffll\ 21. 2g (9 2 2 

'H-NIflKCDCU) 5 (ppn): 1. 65-1. 85(4H, b), 2. 65-2. 95(4H, id), 3.35(2H, t, J 
=6. 1 Hz), 4.75-4.9(2H. b), 5.00(2H, s), 6.76(1H. s), 6.83(2H, d, J=8.9 
Hz). 6.85-6.95(lH, b), 7. 05-7. 45(1 5H, b). 

MTommi 0-1 5-Cli. <b^6JCft^T#%fl»J8^t»n^3- (4 
-^y^W^>XhK'J^) -l - (2-^yf;bT;7xf;i.) -f>K. 

io 

(4 -'O^^t+^yXt: F'J;l/) - 1 - (2-S>y 

'H-NMRCCDCl a) d(ppB): 0.85(3H. t, J=7. 4 Hz), 1.4-1.55(2H, b), 2.22(6H, 
s), 2.77(2H, t, J=6.6Hz), 3.3K2H, q. J=6.6 Hz), 4. 43(2H, t, J=6.6 Hz), 
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5.03(2H, s), 6.05OH. s). 6. 85-6. 95 (4H, m). 7.0-7. K1H, m), 7.1K2H. d, 
J=8.6Hz), 7.15-7.45U2H, m). 

®nm 11 

N->T VfaifJl- 3- (4-^>WWyXtK'J^) -1- (2- 

'H-NMRCCDCl.) 5(ppm): 1. 10(6H, d. J=6.3 Hz). 2.20C6H. s), 2.74C2H, t, J 
=6.9 Hz). 4.15-4.3C1H. m). 4.44(2H. t, J=6.9 Hz), 5.04C2H. s), 5. 99UH, 
s), 6.63C1H. d, J=7.6Hz), 6.8-6.95(4H, m). 7. 10(2H, d, J=8.6Hz). 7.15- 
7.45C12H. m). 

mm \ 2 

N- (4 -^ntf4/7x-;l) - 3 - (4-^>i^W^>Xh F'J^) 

- 1 - (2 VJ-f-frT I -Y > K-/V- 2 -:*7^#*-tJ- v K 
•H-NMRCCDCl,) 5(ppm): 0.94C3H. t. J=7. 3 Hz), 1.55-1.7C2H, b), 2. 17(6H. 
s), 2.5-2.6C2H, b), 2.8K2H, t, J=6.3 Hz), 4.48(2H, t, J=6.3Hz), 5.03 
(2H, s), 6.17C1H, s), 6.8-6.95(3H, a), 7.00OH, d, J=8.3 Hz). 7.1-7.45 
(18H, m), 9.32C1H, s). 

£#0U 13 

N- (3-**#-y y^ntfAO -3- (4-^>^m^>XhK'J*) 

- i - (2-^yf;b7; ;xf;t.) >f >K-;i>-2-#;u#*-t^ K 
•H-NMRCCDCh) 5(ppm): 1.6-1.75C2H, m), 2.2-2.4C6H, m), 2.22C6H, s), 2.75 
(2H. t. J=6.6Hz), 3.35-3.45C2H, n). 3.6-3.7(4H. m), 4. 40(2H. t. J=6. 6 
Hz), 5.02C2H, s). 6.05C1H, s), 6.87C2H, d. J=8.6 Hz), 6.9-7.0C2H, m), 
7. 12C2H, d, J=8.6Hz). 7. 15-7. 50SH. m). 

##011 4 

N- [3- -fuV)l] -3 - ( 4 S^** 

•>^>xt fujio - l - (2--;yf^7;;xf;i.) > k-;u- 2-** 

l H-NMR(CDCl 8 ) <5(ppm): 1.65-1.8C2H, m), 1.9-2.K2H, n), 2.19C6H, s), 2.35 
(2H. t, J=8.1 Hz), 2.79C2H. t, J=6.4 Hz), 3.24(2H. t. J=7. 1 Hz). 3.3-3.4 
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(4H, m). 4.4K2H. t. J=6.4Hz). 5. 02(2H, s). 6. 12(1H. s), 6.87(2H. d. J= 
8.6 Hz), 6.9-7.0OH, a), 7. 13<2H, d, J=8. 6 Hz), 7.2-7.5(13H, m), 7.8-7.9 
OH, ■). 
##05 1 5 

N->?Dt7f^-3- (4-^>i?W+^>XbK^) -1- (2 

'H-NMRCCDCh) tf(ppm): 1.8-1.6C12H. m), 1. 65-1. 85C2H, m), 2.20(6H. s), 
2.73C2H, t, J=6.9Hz), 4.05-4. 2(1 H, m), 4.44C2H, t, J=6.9 Hz), 5.03(2H, 
s), 6.00(1H, s), 6.63UH, d, J=8.3Hz), 6.8-6.9C4H, m). 7. 10(2H, d, J=8.5 
Hz), 7.15-7.45(12H, m). 

KT©##M16-19m {tia®S\zK?LX&^m%'Vnz>tlKZ- (4 
-f>m+^^tK'JA). -1- (2 - hfnU >f > K- 

2 */:^a tVUT * > ICft^Tttlfrr S T $ >£flH\ 

##01 16 

N-^ohr^-S- (4-^>^;l/t+^>XhF'J^) -1- (2 -fa 
U i>x.)\,x.=f-)l) 4 y Y-JV- 2 - trflXJrV i K 

'H-NMRCCDCl,) 6(ppio): 0.87C8H, t, J=7.4Hz), 1. 6-1. 75C2H. m), 1.8-1.95 
(4H. m), 2.3-2.45C4H, ■), 2.99(2H, t, J=6. 6 Hz), 3. 25-3. 35(2H, n), 4.46 
(2H, t, J=6.6Hz), 5.03C2H, s), 6.12C1H, s), 6. 85-6. 95C3H, m), 6.95C1H, 
d. J=7.6Hz). 7.1-7. 45C14H. m). 7. 75-7. 85(1H, m). 
17 

V^a 3 - (4-^y^m^>xtK'j;0 -1- (2- 
fcfa U i?— ;lif-;l/) ->f > K— ;U- 2 i K 

'H-NlflKCDCh) d(ppm): 1. 10(6H, d, J=6.6 Hz). 1. 55-1. 65(4H, m), 2.3-2.4 
(4H, n), 2.97C2H, t, J=6. 6 Hz), 4. 15-4.250H, m), 4.47(2H, t. J=6. 6Hz), 
5.03(2H, s), 6.08OH, s), 6.8-6.95C4H, m), 7. 1-7.45C14H, m), 7.45-7.6C1H, 
m). 

m^m 1 8 

9 4 
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N- -3 - (4-^>^;lt+^>XbK'JA) 

- 1 - (2 - hfo ij -;-;Hf;l) >f > F-/U- 2 AiK*^ $ F 
'H-NMRCCDCls) <y(ppm): l.6-1.75(6H, n), 2. 25-2. 45(1 OH, m), 2. 95-3. 05 (2H, 
n), 3.3-3.45(2H, m), 3. 55-3. 65(4H, m), 4.45(2H, t. J=6.6Hz), 5.02(2H, 
s). 6.10C1H, s). 6.8-6.95(3H. m), 6.970H. d. J=8.0 Hz). 7. 13(2H. d, J= 
8.6 Hz). 7. 15-7. 45C12H. nO, 7.9-8.0(lH. n). 
##011 9 

N- [3- ^Dtf;l/] -3 - U-'Oi^U** 

v"OXt F'W - 1 - (2-trn '; ^;i,xf-;l0 W > F-^- 2 
+■^5 F 

•H-NURCCDCU) dKppm): 1.6-1.8(6H, n), 1,95-2.2(2H, m), 2.3-2. 45(6H, n). 
3.03C2H, t, J=6.2Hz), 3. 2-3. 4 (6H. in). 4. 46(2H, t. J=6. 2 Hz). 5.02(2H. 
s). 6.17(1H. s). 6.8-6.95C3H, n), 6. 98(1H. d. 3=7. 9 Hz), 7. 1-7. 45(14H. 
m), 8.4-8.6C1H. m). 
##012 0 

3- [4- (2-yyW;;xh + i/) ^>Xt F'J*] >f > F-/1/-2 

#%092 t^«(CLT. 4 - (2-^yf^7;;xh + ^) ^>Xh Fa- 
;U(14. 78g, 5 4. 5mmo 1 ) *>«}:CM > K-il/- 2 - 27^jK>&x^ 
A ( 1 1 . 3 g, 59. 9 mm o 1 ) £RH\ 20. 8 g ( 8 6 %JRI£) 

•H-NMKCDCl,) 5(ppm): 1.38C3H, t. J=6.9 Hz), 2.32(6H, s), 2.7K2H. t. J 
=5.9 Hz), 4.03C2H. t. J=5.9Hz), 4.38C2H, q, J=7.3Hz), 6.6K1H, s). 6.80 
-6.98C4H, in). 7. 09-7. 36(9H, m), 8.950H, s). 

#%mi 

3- [4- * yxh + i/) 'OXk F'J/U] Y-Jl- 2 

HMCT6 tratrbT, ##05 2 OTft <=>ttfc3- [4- (2-i?*?JlTi 
J x h^-» OXt F»J^] >f > F-^- 2 >Rxf-;U (2 0. 8 g) 

o 5 
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=7.6 Hz), 3.79C2H, t. J=5.9Hz). 4.20C2H, t, J=5. 9 Hz), 4. 35(2H, q. J--7.8 
Hz), 4.60C2H, t, J=7.6Hz), 6.5K1H, s), 6. 79-6. 95(4H, id). 7. 08-7. 42(9H, 
m). 

#%^I2 5 

3 - [4 - (2-?naxh^» K U A/] - 1 - (2 - to U i>~ 

Jlx.f-Jl) << > Y-)l- 2 -*^#>ixf^ 

g, 6 7mmo 1) 1 - ( 2 - k'a U i?x/Ux^;l/) -Y > K-^-2-* 

;l/t'>«xfA(2 1. 1 g, 7 3. 6mmo 1) 3 7. 4 g (5££tt) 

'H-NMiKCDCls) S(ppm): 1. 36(3H. t, J=7.3Hz), 1.75-1. 90(4H. br). 2.55- 
2. 75(4H, br), 2. 87(2H, t, J=7. 9 Hz), 3. 79(2H, t, J=5. 9 Hz), 4. 20(2H, t. 
J=5.9Hz), 4.34C2H, q, J=7.3 Hz), 4.65C2H, t, J=7. 9 Hz), 6.5K1H, s). 
6. 79-6. 95(4H. m), 7. 08-7. 45 (9H, m). 
##W2 6 

1 - [2- (N-OW+^^-^-N-yW;;) x^/l,] - 
3- (^7x-;Mf^) >(>b*->l-2-tr)ltf>m 

mmm2tmm\zLx, ^mi-cn^titzz- (i>7x-/MfA) >t>f 

2 -ft;l/#>&x^;U ( 1 . 2 3g, 3. 4 7mmo 1 ) fc«fctf2 - (N 
-s<yiSJlit*^ti)U#-)l>-N- /f-frT I J) x^;U*o»J F (0. 7 9 g, 
3. 4 7mmo 1 ) 0. 9 3 g (4 9 5X>JR30 ©I - C2- (N-'O 

i^mi'^^^-N-yW;;) xf4/] -3- VJl *— ^ J* 

> F-/U- 2-#;l^>Sfcx3 L ;U£#/.: 0 fcl^T. CCDfl^tel (0. 9 3g, 
1 . 7 Ommo 1 ) ©x*y-;t, ( 1 2m l ) -7fc (2ml) m&mm^ tK» 
ft'Jf-^A (0. 3 6g, 8. 5 1 mm o 1 > £JBpU 3 I^Ifflfinf&SflfcUfco $ 

^n/cfii^^x^y-^^^i^Sffc^-frSC tlCkOs 0. 65g( 7 4 96 
9 7 
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JR*) ©fMEYfc^«*»^o 

'H-NMRCCDCls) <S(ppm): 2.61, 2.8K3H. fc*s). 3. 55-3. 75(2H, m). 4.55- 
4.65, 4. 65-4. 75(2H, &*m), 5.1K2H, s). 6.69, 6.720H. fc*s), 6.75-6.95 
(2H, b), 7.02C1H, br s), 7.1-7.4(15H, b), 7.48(1H, d, J =8. 6 Hz). 
##0U2 7 

N- [3- >^ntVH-l - [2 - (N-'O^ 

t+->*At:-;i-N-yWi;) xf;H -3 - (^^x-;iy^;U) ,>f 

£JM«7i:HtU::LT, #%0>I2 6T#t>n/cl - [2- iN-OiSA,** 

i/tJitf-ji-N-tl-JiTZj) -3 - (^7i-;Mf;i/) >f>K 

-*-2 (0. 5 7g, 1. 1 Ommo 1) fc«fcCM - (3-7; 
/^dW - 2-ea U j>y > (0. 2 3ml, 1 . 6 5mmo 1 ) 
0 . 4 6 g (65 MIR*) ©&£ffc£&£*#fc 0 

'H-NMRCCDCl.) 5(ppo): 1.6-1.75(2H, m), 1.95-2.K2H, m), 2.35C2H. t, J= 
7.9 Hz), 2.64, 2.75C3H, fc*s), 3.15-3.4(6H, m), 3.6-3.75(2H, ffl), 4.4- 
4.55C2H, b), 4.98, 5.05C2H, **s), 5. 94, 5.97(IH, #*s), 6,05-6.15, 
6.15-6.25C1H, £*m), 6.8-6.9(2H. b), 7.0-7.5C17H, b). 
##012 8 

5-^7x-;^f;l/-l, 2 -2>k Ko- 4 H--T > Kn [2. 1-c] 

[l. 4] -t**yyy- \-*y 

-Jl- (2. Og, 5..6mmol)feJ:tfWl2-ya 

*x^;U (0. 8ml, 7. 2mmo 1 ) 2. 4 g (9 7 MIR*) © 1 

- + - 3- (S>7x-/M^/U) 4 y K-4,- 2 - tfJU 

tfyWixl-tl&mzo &^T\ Z<Z><t&® ( 1 . 8 7 g, 4. 2 5mmo 1 ) © 
i 5 J -Jl (1 5ml) mm%mz^ th'J^Ay h*i/K (0. 98ml. 
5. 1 Ommo 1) £flO;L, IfiT2^BIJ|ffbfc 0 5l£&ifcirffifDE{fcT 

SSfD^TKT'Sfe^ H»7n^A7?ft»U &&£«1ET3£LT. 1.55 

9 8 
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g (£Mft) <z>tMBfls*tt**fco 

5 H-NMR(CDC1 3 ) 5(ppm): 4.32C2H, t, J=5.3 Hz), 4.72C2H, t, J=5.3 Hz), 6.85 
(1H, s), 6.93-6.99 (1H, m), 7.1K1H, d, J=8.3 Hz), 7. 19-7. 37(1 2H, m). 
#%«U29 

N- [3 - (2-**7t?niJ-;;r:;l) ^obVH -3 - (i?7x^;MfA/) 

- 1 - (2-t Kn*i/x*-;U) J y Y-)l- )\>$*+H K 

#^«»|2 8Tff t>n/c5 -Z>7 s.-fr/f-Jl- 1, 2-S>fc Ko-4H->f> 
Kd [2. 1 - c] [ 1 . 4] 4 C 1 . 12 g, 3. 2 

mmo I ) CM - (8-7; y^ntTAO - 2 - tf o »J =J J y ( 0 . 9ml, 
6. 4mmo l)£iS£U 1 0 0 °CT 6 ^fflfll^t/co Sl&»«ll7K^fin^ 

74- (^dd*W^;-^=2 0/O TW8U 1.12g (7 1 <KiR 

•H-NMR(CDC1») 5(ppm): 1.7K2H, q, J=6.9 Hz), 2.08(2H, q, J=7.3 Hz), 2.39 
(2H, t, J=7.9Hz), 3.20-3.43C6H, m). 4.06(2H, t, J=5.3 Hz), 4.44C2H, t, 
J=5.0Hz). 6.08CIH, s), 6. 82-7. 00 (3H, m), 7. 11-7. 38(12H. m). 
3 0 

N- [3- (2-**7 t*nij>?r.;lO 7*atf*] -3 - (i?7xr./Mf^) 

- 1 - (2 -7 9)14 I Kxf;l/) -< y Y-fr- 2 -ft X Y 
##IHI2 9T'IIW:N- [ 3 - ( 2 V tfo U zfv tT;U] -3 

- (i?7x-;^fA) - l - (2-tKD+^xf;0 >f > F-;u-2-*;u 
m;F(l. 0 g, 2. 0 2mmol). h U 7 xi*t^7 -f > (0. 795 
g, 3. 0 3 mmo 1 ) &<ktf 7 ^/l-* ^ K ( 0. 4 4 6 g, 3. 03mmol) 
Of h5hKD77> (3 0ml) Jg&C gfiSITF, T7^*;i/#>K^x 
fiKO. 4 8ml, 3. 03ramol)^TU IiBt2^!im -ft 
HMILfc. SlE»*lc**JQiL. «Kxf;lT«HBtfco f»£*i/cW«JI£«&fD 

9 9 
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WQS>7/TOfi5 PCT/.W6/01980 

•CS9SIU 0. 70g (5 6%!») OiEft^^H/;, 
'H-NMR(CDCls) ffCppia): 1.56-1. 7(2H, m), 1. 90-2. 07(2H. is). 2. 37(2H, t. J= 
7. 9 Hz), 3„12-3.27(4H, b), 3. 35(2H, t, J=6.9 Hz), 4.05C2H, t, J=5„9 Hz), 
4.68C2H, t, J=5.9 Hz), 5.93UH, sX 6„ 10C1H. t, J=5.9Hz), 6. 62-6. 78(2H, 
bX 6.960H. dt, J=L3, 6.6 Hz), 7. 10-7. 32(11 H, m), 7. 55-7. 65(4H. i). 



1 0 0 



Copied from 10656504 on 15-04-2004 



WO 97/03965 



PCT/JP96/01980 



*' * ©. (6 B 

1. -«W(.I) 

R 1 




(I) 



-0-(CH 2 ) n -OR 5 

fcti 

R 6 

-0-(CH 2 ) m -N 

R 7 

R B 

(CHgJp—N 

R 9 

■<5MV R' fc,*tFR 9 I*. E-SfcliHttoT, 7km*fciite»T;u*;i,£3r 
R" tR s ^-girttot, R^-r^^^t*(r^BJc$n5giftt>L 

<mmmomm^um^m^mL, pi±2-6©»***-r') r 4 i*. 

t Ko + i/ % ttftT*3*X g&%L<li#g&©T 'J 

-NR ,0 R'» R'OfcitfR"!*, B-tfc|iHft,t, ***.«RT* 
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R 12 

(CH 2 ) q -N 

R 13 

< ti#S«l®m3tltX^S^S U q li 2 - 6 ©£8£gT) £ fcli 
— (CH 2 ) r — R 14 

U r (i 1 - 6 ©SE»**-r) *S-TjK R'^R'^-JJlcttoTv 
W:U R 8 A<***fct*ffitt7;b*;u©.fc£R 4 Ji-NR'-'R"** . 

2. R 1 fcitfR 1 *<7k**a-r»#©«IH 1 Etto-f >K-;WBNH**fcl* 

3. R' 

R 8 

(CH 2 ) p — N 

R 9 

R» , R 9 *?J:Cfp«WEtig«-e*S) *a-T»*©ttH2Ett©-f 

4. Ms^iiHF^$nsaft*>j:rai4fijt^tUT©was©it*©iriE8 
i ~ 3 set© it&fafr z>t£% mm^t® iz n g s n * ja^o 
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